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(54) PPAR-GAMMA MODULATOR 

(57)Abstract: 

PROBLEM TO BE SOLVED: To provide an excellent 
prophylactic and therapeutic agent for osteoporosis and 
the like. 

SOLUTION: A compound represented by the following 
general formula (I) (A-phenyl or the like, B=aryl or the 
like, X=0 or the like, n=0, 1) and a prophylactic and 
therapeutic agent for osteoporosis containing the same. 
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(54) BHBOgft] PPAR-r^aV-i' 



(57) [S»] 

[8¥ifcf®] TIE-ASS (I) 
Cfbi] 



Mr 




[A=7x-;l/»^ B=7'J-« X=0^, n=0,l] Tf 

s $ ft 5 ft#i*Rtf a mc^mmt % wmmm 



1 

imm<omm 
mm i ] -m-m ( i ) 




K*, Att, 7 +y 7-bt7r- 10 

& K5 % /u/v*. ifu^^i/a, t^s^nk * 

;l/S, ^y^ym^/'JM, *77U;l/& ^7 
fWJ/l/S, ^>7^77'J;l/S, ^7W7^77 

u;i/»x»tr7x-;i/S cmAtt, rmwmmafr 

y'/ir/)W-Mr>(!lMII C^Btf, TEH 

a Ra™§$ p fr?>m£az mm 2 «W± 
^) i\ fignn?, ch 

.& COS. NHS, SOzNHS, NHS0 2 g, C 
ONHS, NHCOfiX«OCH»g**U n«0X 

a i ^^t 0 

[B&»3¥a] C.-C» 7;l/*;U», -hog, 77 
7S, *;l/jfft*$/S, Ci-Ct7;1/*;P*, 30 

Ci-Ct7/1/*;P**S/*^#-^ c 3 -c, 5 7;V 
*;l/**7#;l/toi,7;l/*/l/S, 75 78 G!S«75 

7»h\ iffiKL<tt2fflora-x»aa*Ci-c.7 

SL<&, l fiao c 3 — C 6 r;V^5r— <fc 
9fi&£ftTVT&&^) , 7J<IS (a^TklgStt, l 
f@o c i - c o 7;i^/bSX« C . - C iAD7;^;HK 

ti&jW7h&&> iffl<DC.-C.7;l/*;l/gK<fcDB 

[B&SPjS] AD^ygf, 7;l/*775FS> C. 40 

[flfsM 3 ] mm l Xfc* 2 0{t#felXti*0!£I±f? 
[WM 4 ] I8$£ 1 Xfi 2 ©ffc&tX^©ll3i±If 

[lira 5 ] mm i x« 2 ©{t^x&^nsTff so 
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6 ] mm i xti 2 (Dit^mzmmm 

7 ] i x« 2 ©fk^ij%x^^«ia±f^ 

^n5«%^*t5, PPARy^aW 

mm 8 ] i x& 2 ©ft£tix^©i£s±^ 

mm 9 ] »*s i x» 2 ©ft£tx&^©itg±fr- 

[ffi$3 i o ] m$£ i x« 2 ©j^x« ; e©^a± 
gfgsnsififc^frf^ i sum i isasm 

mm 1 1 ] w#3t i xti 2 cofk#%x«^©sa± 

ant, ssftfisiu isits, em 

mm \ 3] PPAR y*i/*\/-#%%Gt%>, # 
4] PPARyt^W^tWs # 
mmi 5] PPARy^aU-^^tS, ^ 

[If*I116] P P AR y^al/-**^*^ JM 
0»*S1 7] PPARy^aI/-^ft^ » 

K#toi&S^JX«^B&a««, 

mmisi ppARy^au-^s^t-rs, i 

SIS^^, I I «f^»^ M^<^14ttSPf 

^xttas^^o^Jxti^Befi'Jo 

[MfciaSl 9] PPARy^^a^-^^tt^^ # 

St, tm, mmmwm, mm, % 

mmm, mm, ^/^mm^mmmm, 
mmmn, m ^ ^-izF7m » 

mm2 o] %mfe<owtmmtfwmmtz 
km, nm 1 xt* 2 ©fb^x^ ; e©^a±B^$ 

[ff*«2 1] #fflgffi©?6KaiJX{i ; fB6ffl*8BfitS 
[If m 2 2] P P A R y ©gP^7 7^ 3-7 h 0 
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W#82 3] PP AR yti^al^-^, PPARy 

<DU%7 y^u-xh x*& & , mMMnm 1 9 imm 

rctb®, PPARy©g(5^7y^d-XhcDf£ffl 0 
[?M©i»tOT 
[0 0 0 1] 

imvmtz&mm *mit. p p a r y 

[0 0 0 2] #58^ PPARytS? 10 

^m, i sj, i isn^ «®m mmmm, 

m, Mm, 7/1/7/^7-, mmm, ^s.m 20 
mm, mMmmmicmzo 

[0 0 0 3] 

{t^^ft (peroxisome proliferatoractivated recepto 
r : PPAR) {i#rtlHz7*-7 7 5 U-O-reSSo 
[0 0 0 4] -|RE«rtl/-fe^-»lCtt, 7rl-X 

#j tv^nso ) fctfjnfcnwso ffi 

Ktf*So $fo 0^W7y^n-7,h«7ri-Xh# 

ffiBiic[&]R#tc#s^-&§ 7^7 Y\zimm^ 

[0 0 0 5] cn&»#W7:J-XK »#«7:/*=f 

=.7. hit, 7d=.zv*7y#n-y\Y mttmm 
[0006] tczx, m^(D^7 s /V"yy9'tyMM 

mt, -< U y#mmm$l(mm : non-insul in- 
dependent diabetes felitus)©€r/Ul(l^lfidi&'"F 

imz^u jyzvvMmtmm*Gtz%Lv so 
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yytymmmtZTc PPAR y U-* i: LTfPffl 
LPPAR y ^tlWKSttftt § C fc #\ Sjfi0$B^ 
Zfrtft-jfc (Lehiann?), Journal of Biological Che 
mistry, £270& iil2953-12956H, 1995^) 0 

a v u y'y ymmmmi y mmm mfc 

ft* c PPAR y *7 VV *Jy*M ymmwm 
fflttffl©*to^?*35 fc#*6tlW5 (Willson 
P>, Journal of MedicinalChemistry, ffl'39t, f£665-6 
68fU 1996^) o 

[0 0 0 7] CfttbOftfifrtbs PPARy Ct^W^ 
[0 0 0 8] X, ^IMlii^^^tto^iOS^U 

■mwft-femirf (^BgAO70%*ss) k*?^ 
[0009] cmximmwmmmmmxm'i 

§ 0 (Burkuhardt 6, Bone 8: 157-164(1987) , Meuni 
er lb, Clin. Ortyop. Rel. Res 80:147-154 (197 
Do ) $fe, 5pf,fl:fc:*S«8B«tffcbfcii#fc*v> 
Ttl^«aiE{k« t «K«n'rv>* (Minaire6, Calcifi 
ed Tissue International 36: 338-340 (1984), Calcif 
ied Tissue International 17: 57-73 (1974)) „ 

[0 0 1 0] -7^ PPARyti, llifiailS^bK»<H4 
t*H : F"ei6Si:* J HTV'»S(Tontonoz6, Genes and D 
evelopraent, H8#, £f51224-1234H, 1994^, Tontonoz 
h, CelK ^79#, 111147-11561, 1994^) 0 

[0 0 11] fcT, #M«©)3IM«ft?:KC<ka 
ftPPAR yt^k-^tt, iifrW#ffiJgS E *f t « 

[00 12] 

*;VS/h-^ ex7t77^^-b^H^fflv^nr 
&^zmzmzftx^u\ 

[0 0 13] immm\t, PPARyOt^aW*^ 
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SflcDfb^WPPAR y O^i C ££f!ffi 

Ufa S-n&PPARyO^aU-***, #ffiH£E 

[00 14] 

[gm£jBi*-r3fc«>0¥&] *58Wtt, (l) TIB- 
IS:* (I) 
[00 15] 




[0 0 16] Ate, 7X-/1/S, t7^S, 

vf^xrt/S, ^o^-;bS> ^xx/i/g, ^yy^xx 

-r=^/u;i/^ \£y*/vfl& 

wyf-ryu^sx(i^7x-;i/S g^ai*. Tie 
aofcWftatAowisnrv^Tfeavo b 

li, 7U-;HI, y^D7^;bSX«l^« (^§£ 
B fcfc, TIBB^SP a BStfnS HB71M 2 fIW±0 

xtt, ss£#, ggssii^ mm, ch 

2 g, C0S> NHS, SO2NHS, NHS0 2 S> C 
ONHS, NHCOSXttOCHiSfc^U n(i0X 
it 1 

[tf&SS¥a] C.-C» 7/l^S, -bol, *7 
yg, #;l/tf^>g, rt;b#*^Ci-CT7;Mr;i>& 
Ci-CT7;l/*;l/**^*/l/#->l/2k Cs-C.s 7/b 
*;U**^*/l/#-/l/7;U*;HS, 7^-yg «75 
yg&, lffl^L<&2{@<DP-X«li&SC,-C 6 7 
;l/^Ss ^L<fi> lffloCj-C.T^x/i/StJ; 
»)gg|<*ttT^Tfe&^) , 7j« (»J««, 1 

fflo c . - c 6 r ;Mp;i/SXtt c . - c , ad 7;i/*;uS£ 
x^mn^nr^xh^) , Rt>\ ;*;i/#7T» 

K*;l/*7h*4, iffloCi-Ci7;I/*/l/8KADII 

- Ce 7;l/+;l/X;b*>7 5 Fg s 7 5 >>V 7 5 y 7>;b 
SLhtm^ns^ (2) ±IB (1) ££^T, Atf? 
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(3) ±IS (1) Xtt (2) ofk^xti^omhfF 
gsnsEfc^rrs* #ffi«Mb»m (4) ± 
IB (1) Xfci (2) ©{fcStoXtt^lSILhlfgsns 
8*S#fS* #JMli£©{!llX«:@m (5) ± 
IB (l) Xtt (2) ©fbi^ix&^lM^^ 

i£*^Pf*5* #fiflffiO?^JX«^PM'J, (6) ± 
IB (l) Xti (2) ©{fcStoXfi^flSSSxifgSftS 
ftfc^tt 5* igAtttfim FMfitffiH^X&lf 
10 ffl1£#ffl^0te*$JX«^B&8 l k (7)±ffi(l)X 

{± (2) (Dit^yLit^mmim^n^m^m 

PPARy^al/-^ (8) ±E ( D Xtt (2) 
fim (9) ±IB (1) Xti (2) Ofc^ttXtt*® 

^s±i^?n5^^^-rss n^©WJXii^ 
(i o) ±ib (i) x» (2) ©{k^jxti^© 

ommwttMk (i i) ±e en xtt (2) o 
20 fb^x(i^©^a±i^^n?»iM^#tT5, #*/t> 
Dfi^i y;ws, t^tt#wi5^i> m ^ 
& urn mtttatsft > nmm&s a 
em i^y^ Kii^*«ft^ iff 

Itiftu fffis ^ ^-bF^M 'C^l> 7 
;I/y/vf*?-% g#Pf§, iiJi&l±XiiWK«», ^0 
Xtt^BMW, (1 2) PPARy^iU-**^*t 
5, tMOlMibWStiiJ^s (13) PPARy^l' 

4) PPARy€^U-^^*t5, #ffl^O?& 
30 ^iJXram (15)PPARy^aWm 

lflfl#.©^^^JX^^^i (16) P P A R y t^a 
I^JWS, «fraj> (17) P P A R y =6 

(18) PPARy^aU-*«ttt5, I HIS 

m. 1 1 sn^^> mmm, mmnmmm^i 
mmm^mommmt^m, (19) p p a r y 
t^a^-^^wrs, mn, #jfMT^ 

40 sm> ga^js^^ ^rm^is^ eifii^x 

J£, A-bF7fi:^ iS^lf 
W> iSifiiJ±X(iWSi^O, ^'JXtif'PMi (2 0) 
WBJftffiCjfe^WXtt^ Kffl*«JS*3fci&©, ±IB 

(1) xti (2) «fb^x« ; e©ia±f^^ti5^ 
o^ffl, (21) »s«ffi©t&aei!ixtt^B&ffj*«5fi'r 

SfcfeO, PPARy^aW^M (2 2) P 
P PiRyQm7VZd-7>Y* (2 3) PPARy^e 
PPARy0gP^7y^n^XhTfe 

50 5, ±ib (1 2) (1 9) mm®, mnxitf 
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mi, (24) %mmmnmzmmmn 

t%fc&(0, PPARy©a$#7>#:fxxh©$fflT? 

it, **>k x^;k 7o£;k -fVTW 

;k 7>/k I'VT'fvk s-7>;k t-7>;k ^ 
y^/k -Yy^y^K 2-^;k7"^/k 
;k l -x^/l/7W/k 'vfrS'Jk 4-^^;^yf- 

f-/k^y^;k 3, 3 -vW/l'T^k 2, 2-5?* 
f^l/T^k l, l-vW/l'T'^/k l, 2-5^*- 10 
;l/7"f-7k l, 3-vW/k7?;k 2, 3-v>W/l/ 
7f-;k 2-x^;l/7*f-;bS, -N7°f-;k **?;k V 
x;k f->iK ^Vr^K HrS/;k hUr^k r 
b^rvvk ^>#r^k 'N+tfrS'Jk ^i^^y 
;k *Wf>iK ytr^RtK^v^©^^ 

*%WKfe^T, c . - c 6 7b*mx-& <0 , 

n^mut c . - c e 7;i/*;i/§?& o , hk * o $?i 

[oo i 7] ^mnic^x, rc 2 -C77;^;^+ 20 
->*;1/#-;1/Sj tufB rc.-c.7;i/*;bSj ^ 

[0018] *5SiK*jv>r, rMay^s? j ttt, 

[0 0 19] #8$fc:*5^T, rc 3 -C 6 7;l/^x;l/ 
Sj fc^'mtf, i-7n^x;k 2-7°d^x;K 

1 -^^;l/-2-7°D^X;K 1 -yf-^- 1 -7°D^ 
x/k 2-*^/l'-l-7 0 n^x;k 2-*f-;k-2- 
7°D^x/k 2-xf-;V-2-7°a^x;k 1 -Trx 30 
>k 2-7rx;k l 2 -7rx;k 1 -/> 

1 -7rx;k 3-7^-2-7rx;k 1- 
x 2 -7xx;k 3-7rx;k l-^f-;I/-3 
-7f-;K 2-^f-;b-3-7rx;K 1 -xf-;k- 
3-7'rx/k 1 -^>"fx;k 2-^>f-^ 1- 
7>f-;l/-2-^>TX;k 2-^f-;V-2-^y-fx 
/k 3-^>rx;k 1 -*f-;l/-3-^rx;k 2 
-^f-;V-3-^yrx;k 4-^>rx/k l-*f- 
;l/-4-^yrx/k 2-yf-;I/-4-^s>rx;k 1 
-^•fex;k 2-M^-fex;k 3-^-fcx;k 4-40 
^•fex;k 5-^-fex/k©J;?&, K*«37!iS6 

mu^tftm&7)W=-!vm&z>o *mmz%^ 
x, ^»ic,-c«7;i^x;i^&D, 

&7*rx/kKtt^rx;i/-?fc3 0 
[0 0 2 0] #5WJfc:fel^ T75/S 0^757 
IfflXtt 2 ffi©p3|-Xttgfco fc C 1 - C. 7;Mr 
hWB L < it 1 fS© C 3 - C e 7;l/^rx;l/St <fc 0 fi$!£ 

nr^r^fi^) j tit, *sh&©75/sx«\ $R 

& ;W757, xf-/KT5 7, 7°nl£;V757, ^ 
>^;b7 57, 7*^757, ^y^jW^/RX}^ 5( 
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->;I/7 5 7S© <fc 9 IfflOCi - Ct 7;k^g£<fc 

^;V7^7s 5>7W/l/75A N-x^;V^f-;V75 
7, N-^^;V7°Dtf;V757RtfN-^f-;b^^ 
7 5 7 ©J: 5 ft-XttSft ^>fc 2 III® C , - C 6 7;V 
*;l/Stc£Dl$£ft/c757SgL<&s 7 
U/1/75A 7rX/l/7^7, 
=M?x/l,7^ /©£?&, lfflOCj-Ci7;l/^rx;l/S 

mtit, mm7 5 /sx« hb© c . - c. 7;i/^^ 
a^ios^^n/c7^7S?feOs m^bc^, ^ 

[0021] caK*»» 

(i, lffil© C . - Ce 7)l*mXit C . - Ce M07;b* 
SIS, 09*^ xh*'X 7°n^^ 7h 

j^igst 1 t^jm 6 mmmtft&m c . - c. 7;k^^^> 

Xf*> W^tf, HJ7;l/*o^h*S/*o*5ft^ 
RlfSC l ftS 6 ffl©iSaXtt»tt« C , - C 6 7/l^*iy 

h jf. y^s x b * ymxi* V U 7;l/t a ^ h * S/S^fe 
[0 0 2 2] *»C£^T, r^;l/*7hS (S^^ 

;l/#7>2Stt> lfi© C. - Ce 7;V^;i/8tc 

mm, **t&*. 7u\£)\s?*, 7^ 

^y^-jvi-tws^y^tm^Ks k 
« 1 7^)M 6 f@©rfiiix«^Kii c . - c . 7;^;^* 

[0023] *f|0j!{c^^T, ri/^a7;v^;HJ i: 
ixit, mm, i/tuVu&w i/tvff-iW *yt 
o^y?7k y^u^y>v, y^u^-f^fr, /bft 

;Vx;k 7^^*Ci 5 ftJUStT^T fe<tV> 3 7!; 

si 0MisM^fb7j<«^tf§iifc^t, m 

izit ST 1 )^ 1 0 MMS«J^t7KflS?fc3o 
[0 0 2 4] *«WIC*V>T, r7U-^*J t L/T 
14, W^fcf, 7xx;k -Yyr-;k t7f-;k 7 it 
>Xl^x;k 7>h7-bx;l/©«fc5ft^lSC571rMl 4 

nfcitimmmif % c fc^t, »iiai:7 

[0 0 2 5] ±HS r7U-;V»J tt, K^»3 71M 

it, 2 y^"x;k© «k 3 ^SWf § C 5o 
[0 0 2 6] tiotsj StM 

M?, SIRM^ Xti/Rtf * 1 TiM 3 mts 5 
) ^7M1^»^U mfct7U;k f-xx;k ^ 
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•9-7U/K -fy*U-7U;K ^7V'U;K ^V^77U 
)W 1, 2, 3-**if^ryy/K HJ77y;k r 

y'x;k tfny-;K <Y5^yy^x;k ^*V'Jx 
/k tf97U5?-;K t°^yyx;k ty^y/k 
5 y*x;k© J; 5 a c n e> ©sicjtis-r § , aam l < a 
££8^©a%p?s<: in 

?vt& <fc^ 5^7 t»is£*u mar trnu 

;k 7-tf£x/k tf?yy;k -f5*7U;k 
'j;k -rv+'tV'J^ f\T7D;k >fyf-77U;k 
1,2, 3-**lW7y;k HJ77U;k ff7 
yy;k f-7S>7V*y;k t?yy;k t? u ^-;k e 
ij = $; - ;k tf ^ yx;k© ct ? ft s^ssar; t 

;k*yx;k ^tft/l/fcU-Jk Hn'Jv/-;K Hu'J 
x;k <Y^yy^x;k -Y5£Vyx;k fc^VUS? 
x;k t??yyx;k i^yyvk tw^x^©*? 
ftcneostc^-rs, ^stoi^i/t^a 

#*-yyy;k ^y*-yyy;k ^yu^Mfcn^ 

[0 0 2 7] ft> ±IB rjfijR«gj (i, MffiSS^tt 

y#*-yyy/k ^yyvy**-y-yy/k *yv*r 

VU/k ^>V^v^7yy;K *P*x;k ^D7y 
x/k *-yyrx;k 7i/^^-;K ^ypy^ 
-;k >fv-fyFy;k -ryF'J;K ^y#vy;k 7 
y-;K */yy*x;k >fv*yy;k */y/k 7* 
y-7f-y^;K *y*-yyx;k *y-yy 

x;k *;U^7U;W *;I/#U-/i/, 7£'Jy*x;k 
y-T y F y x;k© «k a *a*W 3 c fctf t?**o 
[0 0 2 8] ^WCfe^T, r#;w^yc*-C7 7 
;i/+;bSj fcfi> tufa rc.-c.7;i/*/i/aj 

[0 0 2 9] *m^to^X, r C 3 - C . 5 7/1/+/W" 
[0 0 3 0] *%0J!^*5^T, ntfl©J§&, B-X- 

A--e**nsa«:, b-a-s, b-o-a-s, b 

-S-A-S, B-NH-A-, B — S Oz NH — A — 
8, B-NHS0 2 -A-8, B-CONH-A-S. 
B-NHCO-A-SXttB-OCHi-A-S*^ 

to 

[0 0 3 1] ^nmiC^X, n*)M©iI£\ B-X- 

T^snsgt^ AT^ftsso^-rnogSMftEfc 



(6) #12 0 0 2-3 3 2 2 6 6 

10 

[0 0 3 2] &Tc, -«K (I) T»asn*{t^*HCfe 
V>T* 2-yPP-5-xFP7xX;k^kf?x;l/75 

/ati, A-easnsac^-rnciigifitiifcagibT 

[0 0 3 3] ntflOl^, B-X-^Stl 

§8t 2-^pp-5-xFo7xx;i/#;l/#x;i/75 

«\ A^t°yy>a©ti£«\ aB-x 

10 -tf2{uT*2-£PP-5-xbP7x x;V#;V#x;l/ 
75/a*<5ffiXttaB-X-tf3ffi"P2-^nn-5 

[0 0 3 4] *mtD{t£VB ( I ) Us fS^^oTii 

[0035] *oi54iiii/m y-h'j7 

Att, *U7A^ y^7Affi©«fca*7;l/*U^Ji 
tt, *;l/J")A«, ■7^S/7Affl©«fe5ft7;l/*y± 

7;v^-7AiM, m mm, 
20 3^;i/Ha*o«Jltt: 7y ; e-7A^©*^ 

ftliia t-^^^7^y^ ^y^;V75y 
tt, y;vp-ysy& 7x-;v^y^y 

x^;V75y& j;i/^cv!r^75>l, N, N' 

- y<*y*jj\,x.i- v y >J7 5 y^ y p p 7p * ^ y 
& yp^yiS, ^x^y-;i/75>tt, N-^y^y 

fiVTyt-Wfi, by 7. (HFP+y^^;W 75 
30 /^*>tt©«fc5ft*«*t5o75ytt:»{bk«ll 

fytcfcWm : iiffi^BI^ fiSSft^ '^^^ 
^©M«S ; p< # >x/b*yfe h y 7^*p ^ * 
yx;i/*y» >z;i/*y»ftto * 5 fcffi»7A/ 
*>x;i/*y«*, ^y-tfyx;i/*y^ p-F;i/xy 
7;^y^©J:dft7y-;l/X;l/*y^ » 0 

VfrZ^ymU, 77,^y^yW&<0^r> 

40 %7z.ymmmf%zttfxz, wfy 

[0 0 3 6] X> *8E0fk#l4! ( I ) ^ 

[0 0 3 7] Ht, *H0i!©fb^tl ( I ) tt^ 1©S§ 
50 [0 0 3 8] MK, ^ftrtlcfeV^Tf^H*nr*5EW© 



(7) ftm 2 0 0 2 - 3 3 2 2 6 6 

11 12 

its® ( i ) xti^oisiiLhfFSsnsiaicasft^ns * uymmcm^r^mcmmsn^o 

[0 0 3 9] [0 0 4 0] 

[^©^©mi] ( i ) xm n% lit 31 

75 vtiiixymmi^ zmmmmmm. 



(B-XJK-A-NHa + 



N0 2 

(B-X) n -A-NH A ^Q' 1 



0 

N0 2 



(I) 



[0 0 4 1] (±IBjCT> A, B, X&tfnfciu 
A Iff 

Aigti, Mia-IM (i) -ei^ftsfl^fcsait 
sig-ea&o, mis-im do x*mmr^yi\L 

[0042] xxmmm&z-m on 

[0 0 4 3] *El£tt, ta^lSfb^Ete^THftlCjE 

[0044] mznzmitixte, *%.fcic&w% 

Kit, ^dp^x ^onMiOi^An^ 

-v^;U7-feF75F\ N, N-S^f-;Wvl/A75 
F©<fc3ft75K«#&tf&n«o. 

[0045] sjsti, n^ij^a-rscktCcfeDtf^ 

[0 0 4 6] tefflsnsai&sijfcbm n, n-s? 
i/^o^^M^5F, l- o-^f-^r 

^ /7p tf;w - 3 -x^A^i/v = f • mm® 

F\ yx^;l/*x* U ;l/$/7:M F©£ a U ;!/ 
Ik-Sty ; #;l^x;i/yy 5 £V-;k F U 7x-Mx 
7^c y-7^My|^xf;l/ ; l -7P^y*7 

X N - * f-^yu* U >m<DE.m7 5 y ©#ftT"Tfr 
[0 0 4 7] #ElStk *S^fC^fflf5*;l/* 



y®£ fc{4*Ott%* n;l/=fl»x?7k * o;V^^ V 
7>;^©^n;^fi^7;^;bxxr;Hii:, F U 
x?-;b7 5 y „ N - ^ U y3r©=&7 5 y © 

X^i/y^5 Fs N-fc FP*^>XFU7 N /-;k 
p-~ hP7x/-;l^^ N, N-^^P^^ 

ffliat5S14xX77b£jM£€fcl£^ <m&£ 

75>ti^s**tfcfc*Di&S3ft*o 

[0 0 4 8] KJSttl?^ m\<D&&~F'Vi&&fcftt>ft 

[0049] mtn^mitLx^ *ejskk»* 

30 Ktt, ^na^y, *nn*;W»0J:$ftAnyy 
{tKibkJBK, rF7bFP77^ yW9-y©£5 
ftx-r/WB, ^ytfX Wl/xy©<fc9&5?tlMMt 

[0 0 5 0] Mfc£fc, #KJS{ittJS"r3#;i/#y*n 
U F^if©7y;WNv^F^ N, N-iW/l/7-feF 
75F^±i275y (I I) kS*SS-&SCfcKJ:o 

y ft if ©itS£#£ $ € § fcBtfifc § o 
[0 0 5 1] KJS«lf\ j§9J©#ffiT?$fiifCfTt>n 
40 5o 

[0 0 5 2] ffifflS-nsiSaiJkbTH:^ #EJ5KBS£ 

£ a, d p * * y © <fc ^ 4ap ? y\tmdm& 
f h7HFn77X ^+-9-y©«fc5ftx«-f;l/^ 

n§ 0 

[0 0 5 3] SJSSfttt- 2 0 °C71jS 1 0 0 °CXfrt> 

n, iitfi- 5 °cnm 5 0 o c-ciTfrft3 0 
[0054] EU&m&RfffiSM> JgSJfcH 

50 K«fc-3TSftS*% It 3 0#W7S£2 4 Wefc!K 



vmKii i msnm 1 mmx&Zo 

(BBO 



B-COOH + H 2 N-A-N0 2 
B2Xm 



(8) 

* [0 0 5 5] 
* [ft 4] 

BlXg 



ffl 2 0 0 2 - 3 3 2 2 6 
14 



[0 0 5 6] UfBiW, ARtfBti, M^LfefeOi: 

Bisti, Axmm-e&zit&to (in k*s^t\ 

XtfCONH, ntfllfifeaft^* (I I-l) *«ifi 
B llg 

(I I I-l) ■Tgj2n37 5F*g£**rf3-ba7 
[0 0 5 7] #Xg«\ mMMK*VXfT?<li:& 
B 2 IS 

B2IgM\ HRS (I I I-l) T?a«n«-hn7 
5 Kft^^lTcLT, HRS (I I-l) -castl* 

7 ^ y itsmmm § xg-e* s „ 
[0 0 5 8] ^a^j«<b¥K*v^rHftKj£ 

[0 0 5 9] ^fflSftStt^ 

[0060] sjsaa^, ^ijcD^ftT-e^iitcfT^n 
[0 0 6 1] ttfflSftSSSJi: Lm &&£8Sf*4 

it; *pp*/1/A, mtti-vy, mMURM<o& ! )% 
^vfyitffMMM ; vx^/]/x~ f/k r Fvfc F 
D7?x sfcfr+tfyoiSfcx— f;MK: ;*#y- 

II ; N, N-s?*?-;l/*/W»7SK, N, N-so^/l/ 
7-feF75F\ ^^^;l/'J^HFU75F©«fc5ft 

75 Fit ; m ifi6o«}:9ft*/i/^yi^ ; zrci&c 

B-NH 2 + HOOC-A-N0 2 

C2XH 



- B-CONH-A-N0 2 
.(III-l) 



- B-C0NH-A-NH 2 

(II-l) 

loaneossiWJtfffi^sftSo JfiiK«7^3-/MSg 

L<&x-r/MSr?&3 0 

[0 0 6 2] £j£g£&l 0°CftMl 4 0°C"£&D> $? 
»fctt2 0lC7iMl 2 0*CT»ftS. 

[0063] sjsntPai^ sjsuh, sisaSx 

£ £ <fc o TH& Stf, It 3 0 ftfMWM 3 0 IfflTfc 0 > 
jffjglCfi 1 B#^M2 4B#1?&§ 0 

[0064] $fc> *xs{4, rctz.immr.tf, 

i£fbx>y ^r;Wf oa7aW*fflV^Tff 5 WTi 

20 SlW^tSo 

[0 0 6 5] gJESfilts 1^0#ftTT?#afcfTfcft 

[0066] m^mmtLxUs mttm** 
z.mmmKmfe&%<. mif^y^y, f^x 

y, +s/i/y, ^+-9-y> ^r^yo^SfcRfbk* 

;\ufyitmtymm ; ^xf-;bx-r;k r h 7 k F 
D77y i>Wy©j;?i5:i-f;H;^^/- 
;K x#y-/k ^y^D/V-;l/0«fe9ft7;l/3-;l/ 
30 «;N, N-5>**-/l/*/W»73F* N, N-v^/l/ 
7-feF73h\ ^*-9-^^I/y>llhU75F©«kdft 

75 fs ; m WK©<t9**^yil^ ; *fctic 

[0 0 6 7] »an:{47;i/3-;H^l/<ttx-r;l/a 

[0068] R^mt 1 otMi 4 o°c^o, iff 

[0069] sjssit> tssij* 

ificj;^ th& s «v am 3 0 mm 3 0 p*ra 0 , 

40 m\Z « 1 IP^S 2 4 B$|«T?fc § o 

(cso 

[0 0 7 0] 

C1X@ » B-HNOC-A-NO2 

(III-2) 



[0 0 7 1 ] CttBiW, A&tfBfct ffiSELfcfcOfc 



- B-HNOC-A-NHg 

(II-2) 

50 mmm%*to ) 



(9) 



15 



m 2 0 0 2 - 3 3 2 2 6 6 
16 



XtfNHCO, ntflT'&£{b£% (I 1-2) £83i 
C IIS 

C 1IS&, 75 7t#/l'tf , 7$^$ii£LT, HftS 

(i 1 1-2) t?^nsr^Kie^**ts-hn7 

5 Fffc^fclSi'f SXST'fcSo 
[0 0 7 2] ±!B^ A, B, feitfXtt, fuxELfc 

[0 0 7 3] #I@fci\ MKAIg£lpirCfrdC:i:tf*10 



C2I8W\ HRS (I I 1-2) T*£ftS-ha7 

= Fft^«*a7ctTHRS (i 1-2) -ea*ns7 

[0 0 7 4] #XgH\ MfSB 2lStctpi;Tfif9 c i: 

CDS) 
[0 0 7 5] 
Ht6] 



B-NH 2 + CIS0 2 -A-N0 2 



D2XH 



D1I6 



[0 0 7 6] 



20 



(II) fcfe^T, XffNHSO^ ntf 

% (i 1-3) fcajfi-rstfSrefcSo 

D IIS 

D lXgtt, 75 7fcX;l/*-;l/*P'J Ffc*S&£U 

-« (i 1 1-3) vmn?>7,)i7ty7^m^ 

[0 0 7 7] *EJ£tt, W^tffl^Efc^THKfclE 

[0 0 7 8] $&J0#ftTT'$?i£f£:frfc>tt 
[0 0 7 9] ffifflSnS^JtUTti, 

E2X@ 

B-S02CI +H 2 N-A-N0 2 



• BNHSOg-A-Nog 

(III-3) 

B-NHS0 2 -A-NH 2 

(II-3) 

* ^7-tf 7> h;bxyo^ &£SR0Ht*j|&£;&tf 6 

[ooso] sjs?MJta- 2 0 °cm 1 0 0 ic-eff t> 

tW Vffitit- 5 °CftM 5 0 1C1?ff t>n«o 
[0 0 8 1] KJSftMttKJSfcBk EJSfifc 
WoTMW\ 1^3 0 #118715 2 

mm 1 nws 1 

D2IS 

D2IS&, -«5S (I I 1-3) T*^<*ft5-hPX 
/l/7*y75F{k£#£3S7nLT, -«£ (I 1-3) 

■essfta 7 ^ y x;U7* 77 ^ Ffk^i^siJStsi 



30 



[0 0 8 2] *Ig&, tfflHB 2lSK*UTfT5Cfc 

(ES) 
[0 0 8 3] 
[ft 7] 



B-S0 2 NH-A-N0 2 

(III-4) 



E2im 



[0 0 8 4] (±!S^ AfttfBli* m£ltc*><Dt 

mm***, ) 

ESli, AXM(DWM-?&%lt&yn (ID tfe^T, 

XtfSOiNH, n^lt'fe^ft (I 1-4) 
E IIS 

E llgfct, -IRS (I I 1-4) -T3S«nsx;l/7* 
775 FfS£££"r*~FPX/l/7*77S F{t&1*£ 

[0 0 8 5] *IgW\ D 1 IS^TOt? C 



B-S0 2 NH-A-NH 2 
(II-4) 

E 2 IS 

E2istt, hksS (i 1 1-4) -ea^ns-hpx 

;V7*775Ffc^iljcLT, (I 1-4) 

■es«n«7 ^ 7x;i/7* 77 5 FftSfofcSBitsx 

[0 0 8 6] B 2lS£?CTfr? C fcff? 

S (I 1-4) 



(10) 



[0 0 8 7] 
[ft 8] 



R^N 



(II-4) 

[0088] chis^ mmLrc&otmm* 

F \Xmt, -«K (I 1-4) T«n§2-f-7V 

[0 0 8 9] 
[ft 9 3 

o fits 



A' 



NH 2 



(II-4) 



20 



[0 0 9 0] #Ig{3\ J. Am. Chem.Soc, 72, 3722-3725 
X{4Bull.Soc.ChIi.Fr..l958.1437-1439Kffi«0^fS 

Hi^ST"? *pj»t S c £ fc J: 0 > HRS (I 1 — 4) 

x&%<> 

F 2 IS 
[0 0 9 1] 

[fbi o] 

O F2X@ lf S \_MU. 30 

gA^Br 



(II-4) 



[0 0 9 2] F 2 lgfcj\ WTOJ. Indian Chem.Soc, 
51 , 1031-1034, (1974) ^IHtO^tC^CT, a— 7p 

HR3 (I 1-4) ^$n5 2-f"7V-;V75 

>P#f*^#5ig-efes 0 

[0093] sjstt^ mn, m\<DfttET-viffiicftt> 
n?»o 40 

[0094] mtnzmitLxit, *K&cBW% 

Kit, ^nnW>, ^nnWiOi^Any^ 

-v f ^f-;l/7-bh75h\ N, N-S>*?7l/*;W»75 
K©«fc$ft75K*& 7-fehX ME K^O^rh^tf 

[0 0 9 5] EJSfflftti:- 2 OXm 1 0 OtWb 

mat- 5 °c^s 5 o t-efffonso 50 



#12002-332266 
18 

[0 0 9 6] ROTaTOJSm SJSSJt. ^it'J&H 
Til& 5 #\ lit 3 0 #H75£ 2 4 ^IB?* D > 
»3gt a 5 ISIBI71M 1 6 Bfl-efe^o 
[0 0 9 7] A£71£FfcKiE«Uc&E£&7& & 

ffit&t 5 {iSGSK: «fc D L fc& ;J< t IH 

xmMks »sj*e*f*c4:K:j:orflienso 
ftjsBKij-eiSffit s c fc k: £ o mat* c t # 

■etSo «JWilE-)tM (I) fcfrfSfl^ X 

zft%, mmi mmmm^u mm, mis a 
f&m, mm* mmiot^yfnm^m 

[0098] cneoiiiaijtt, imj (0>i*.& m 

a RUSK r+X h U y<D £ S : teH-t^n 

zkm ^ai7;V5--7A, 3Ht7j;b>"7A, 

mmzmfzcttfxzzo ) , ?wwj mm, x 

r7'Jy^ Xr7U>»*;V'>^A, Xr7U>lv 
-THS/'J* ; e-#A, y>T«lOJ:5a:7ry^xa;« 

S ; 7^t?^» ; b u -7 AtOcfc ^ ; y u 

; 7v;H? ; S,ft#^t h U •> A ; D L */ 
y ; mm* h U -7 AtM ; ^ 7 U ;i/BSSft h U -7 A, 5 
7 'J /Wiav^S/^A©* 9 ^v-7 U )^WM ; JS* 

m m.M\m(o^o^mm\im, ±mmm 

;Va-7, ^Ukrx;l/eniJ FX v^n=f-;k R 

ffijggij (WAtf, jg^ittKn+^7nh 0 ;b 

^f-;l/-b;bP-x*;l/>"7A, rtagElS*;!/^*^^^ 
;b-fe;Va-Xt h U "7 AO j; 5 &-fe;I/D-Xi§##: ! * 



(11) 



19 



h U 7 A, mnt'V t£x;Hf n U F^©<k 5 *{b*»» 
§o ) > ££SiJ (^/W^X T'atfjW^'OO 

£5fc7;lo-;l/g| ;ffl<fc^yif;l/3X7A ; 7x7- 
rfc fobs ; &tf, Vi^ZyWtmf^ wz* 

7 Sa ) > mmm wm$, mmtm, m 
®s mmk mm%mf%zttf-?$% 0 ) , ^mm 10 

[oo9 9] ^o^fflsti^ m mfim^k 

fmtlTO. 0 0 1 mg/kg \m (jfft L < fciu 0. 0 
1 rag/kg #£) , ±mt IX, 5 0 0 mg/kg f*S (ffS 
b<H\ 50mg/kgf*fi) «\ g*ll*3&40i§£k:W\ 

naao, TPStb-co. ooimg/kg^i (mi< 

tt, 0. 0 1 mg/kg #£) > ±RfctT, 5 0 0mg/kg 
ft* Off * U < ti> 5 0 mg/kg {*!) % 1 0 1 TiS 

»iiu£«ic*fi:i;Ta4-r«i:fc*«asb^. ixfic % 20 
[0100] 

y (TMS) fcfflV^fc, 

«ID N- (4-**-;P7x->W- (2-?p 
d-5--Fd7x-;W ySiWW^F 
4-^^7-Uy0. 3 3 0 g*^^7-feh75 30 
F (DMA) lOtnLMILW^ 2-7DU-5 

- - h nfij&SK* o UFO. 7 4 5 g *SS7iqA, 

3 f$H86# Lfc. KJ*» Wnf-/l/ 5 m L &tf fSftfi 
f 7j< 3 0 m L fcfip x. , 1 i^Kfllff t gflgx^W? 

(IPE) JCTSSSfk^ iifxu fcieittftsftio. 7 

5 9 g£l#fc 0 

[0 10 1] 'H-NMR (400MHz, CDCh, TMS) :<5(ppm) 2.36 
OH.s). 7.21(lH,d,J=8.3Hz), 7.26(lH,s), 7.51(lH,d, 40 
J=8.3Hz), 7.65(lH,d,J=8.8Hz), 7.77(lH,s), 8.26GH, 
dd,J=8.8, 2.7Hz), 8.61(lH,d,J=2.7Hz) 

mmmz) n- (4-7i-;v7i-;w - (2-7 

pp-5-xhP7xx;l/) #>l/#*tf5 F 

4 - 7 x-)W- U y • 0 . 2 2 9 g 'J $» 
3 m L UciSftfc 2-7pp-5-x F og&§ 
l^nUFO. 2 9 4 g*i(fiT«, -M#tfc 0 
S*£S!tff»xf-;l/ 5 m L &tf§S»SW# 3 0 m L %)N 
* 1 0#fS» Lfc& 1 5> tCTk 2 0 m L ZMmn L 

/Co firtfiL/c^£» £JiU fcfBgfftffcaftO. 50 



WH20 02-3 3 2 266 
20 

2 7 0 g<Ol£H%f#fco 

[0 10 2] 'H-NMR(400MHz,CDC13,TMS): 5 (ppra) 7.34 

- 7.81 OH.i), 7.43-7. 48(2H,m), 7.59 - 7.74(7H,m), 
7.89(lH,s). 8.28(lH,dd,J=8.8, 2.7Hz), 8.65(lH,d,J= 
2.7Hz) 

@KttW3) N- (4-*f-^*\r/-;i/-2->f;i/) 

- (2-^nn-5-xha7xx;l/) #;l/4W5F 
2-75/-4-^f-;l/f-7V p -;l/0. 3 8 0 g, 2- 
^DD-5-xho$l#^0. 67 1g*6tf£l, 

i • -aji/ff-ji,^ ^ 7V~/b (c d i ) i . 079 

g£r h5t YU7?> (THF) 2 0mllc»»Lfc 

1 6 mmmmvabrzo &m*z<D*% "y u * y 

W7WDVh^77-f- (^-9-y : »»xf-;l/= 

3 : 2 (#SJ±) ) TfMHU I PE£D$SHfL 1® 

lt\ mea^k^o. 1 5 5 gcy«ffto 

[0 10 3] 'H-NMR(400MHz,CDCl3 .TMS): 5 Cppi) 2.00 
(3H,s), 6.590H.S). 7.62(lH,d,J=8.8Hz) . 8.28(lH.d 
d,J=8.8, 2.7Hz). 8.58(lH,d,J=2.7Hz), 11.75(lH,bs) 

(.mm 4) N- (5-^f-;i/f-7V-;i/-2-' r;W 

- (2-^pn-5-xFD7xx;W *;1/^*"9"5K 

2- 75y-5-7«f-;I/f-77-/l/0. 2 6 4 g, DM 
A5mL^6mc2-7aa-5-xhP ^mtft 7 a 

ufo. 5 6 o g «); o , ^mij i imnircmim 

V\ SHBlWfk^JO. 6 1 9 gOlSftSfcfe. 

[0 10 4] ' H-NMR (400MHz, CDC h, TMS): 5 (ppm) 2.34 
OH.s), 6.32(lH,s), 7.71(lH,d,J=8.8Hz), 8.35(lH,d 
d,J=8.8, 2.7Hz), 8.57(lH,d,J=2.7Hz) 

(mm 5) N— (3-7xx;P7xx;V) - (2-7 
na-5-xhP7xx;l/) F 

3- 7xx;V7xU>-«Wtt0. 2 3 9 g, tfU^> 
5mL^6»mc2-7Pn-5-xhn^mfl7nU 

f o . 3 o 7 g £ o , »ii i tie«ufc^icfiev\ 
mi g o . 3 o 9 g (Dm&mmzo 

[0 10 5] ' H-NMR(400MHz,CDCh ,TMS): 5 (ppm) 7.35 

- 7.40(lH,m), 7.41-7.52(4H,m), 7.60-7.67(4H,m) , 7. 
86(lH,s), 7.94(lH,s), 8.26(lH,dd,J=8.8, 2.7Hz), 8. 
63(lH,d,J=2.7Hz) 

Cm\M) N— (4-^h+^-3-7xx;W 7x 
(2-7aa-5-xhP7xx;l/) ft^K^ 

5F 

(4-^h^>-3-7xx;W 7^'Jy-S«lO. 
4 7 8 g, t°U^y5mL^5»mi:2-7PP-5-x 
h D^JRSS^ a UFO. 535g£D, ^Mf5iJ 2 tc|5 
HEittftStoO. 5 8 6 gOiS 0 B B 

[0 10 6] 1 H-NMR(400MHz,CDC13,TMS) : 6 (ppm) 3.95 
OH.s). 7.31-7.46(4H,m), 7.63 -7.69(3H,m), 8.27(1 
H,dd,J=8.8, 2.7Hz), 8.67(lH,d,J=2.7Hz), 8.54(lH,d, 
2.2Hz) 

mtmn) n- (2-7i-;v7i-;w- (2-7 



(12) 



21 



pp-5-xhP7xx;l/) tvl/ft^-VS. F 
2-7x-;l/7-'J>'tt»ttO. 25 lg, t°Ui» 
5mL*5mc'2-^DD-5--hn$SSH^DU 

k o . 322 g £D, i Ktmbfcismcm\ 
mm s wf k^ti o . 3 2 3 g (ommmco 

[0 l 0 7] , H-NMR(400MHz,CDCl3,TMS):<5(ppm) 7.27- 
7.34(2H,n), 7.39-7.54(7H,m) , 7.90(lH,s), 8.18(lH,d 
d,J=8.8, 2.7Hz), 8.45(lH,d,J=8.1Hz). 8.53(lH,d,J= 
2.7Hz) 

WJ8) N- [4- (2-t?U^;W 7x-;W - 10 
(2-^nn-5--hn7x-;W AMW^F 
4- 7-U>*tt»ttO. 3 2 0 g, 

»*u U F Q. 3 4 7 g <fc 9 , l» 1 MfB«Lfc£i£ 
*BBB«fl:6ttO. 3 8 8 g0&H*f#;fco 

[0 10 8] 1 H-NMR(400MHz,CDCl 3 ,TMS) : <5 (ppm) 7.22- 
7.26(lH,m), 7.66(lH,d,J=8.8Hz),7.72-7.79(4H,m), 8. 
05(lH,d,J=8.8Hz), 8.08(lH,s). 8.27(lH,dd,J=8.8, 2. 
7Hz), 8.63(lH,d,J=2.7Hz), 8.69(lH,dJ=4.7Hz) 

mW\9) N— [4- (4-xbP7xx;b) 7x- 20 

/W - (2-?pp-5-xFp7xx;1/) 
5F 

4- (4--hU7x-;I/) 7^'JyO. 3 4 4 g, D 
MA5mLfc6tf{c2-*PD-5-xFP£il§gtf 

d u f o . 4 2 4 g j: o * mmn 2 

v\ mmmt^o. 6 2 5 gois H e B ^#/i 0 

[0 10 9] ' H-NMR(400MHz,CDCl 3 ,THS) : <5 (ppm) 7.84- 
7.89(4H,m), 7.92(lH,d,J=8.8Hz),7.92(2H,d,J=8.8Hz). 

8.31(2H,d,J=8.8Hz), 8.36(lH,dd,J=8.8, 2.7Hz), 8.5 
2(lH,dJ=2.7Hz), 10.93(lH,s) 30 

mmw o) n- [4- (e-^f-^yVf-rv- 

;l/-2— OW 7x-;W - (2-^nn-5-^ha 

4- (6-^^;l/^>V , f-7y-;b-2-^;W 7-U 
>0. 3 5 3 g> DMA5mL5:BOt2-^Dn-5 
-- Fp£j&§gg*DU F0. 3 4 9 g£D, iWJl 
£!B«L/c77?£^\ JSiEgWfbStoO. 6 1 4 gco 

[0 1 10] 'H-NMR(400MHz,DMS0-d 6 ,TMS):6(ppm) 2.4 
7(3H,s), 7.36(lH,d,J=8.5Hz), 7.89-7. 94(2H,m) , 8.11 40 
(lH.d,J=8.8Hz), 8.37(lH,dd,J=8.8, 2.8Hz), 8.550H, 
d,J=2.8Hz), 11.04OH.S) 

mmMl 1) N- (3-^;K7x-/W - (2-7 

pp-5-xhP7xx;i/> *;V#*1f5H 
m-WH^O. 2 6 9 g, DMA5mL*6tffc2 
-^DP-5--hn$A#»^D«J F0. 6 6 3 gJ: 

0 . 6 7 7 g <Dlfe&*ffico 
[0 111] ' H-NMR(400MHz,CDCl 3 ,TMS) : <5 (ppm) 2.40 
(3H,s), 7.04(lH,d > J=7.6Hz), 7.29(lH,t,J=7.9Hz), 7. 50 
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41(lH,d.J=8.1Hz), 7.74-7.84(lH,B), 8.27(lH,dd,J=8. 
8, 2.7Hz), 8.61(lH,d,J=2.7Hz) 

mmmi 2) n- (4-x^7i-;w - (2-* 

on-5--hn7x-;W #;HMrtf3K 
4-xf-;b7-'jy0. 2 8 0 g^ DMA 5mL&5>0: 
fj:2-^Dn-5--hagj|ff|g^nU F0. 610 
g£D, ^MiJ2fcfB«U/c^^v\ «EiWfk^ 
*0. 6 7 6 g0fS&£&fc. 
[0 1 12] ' H-NMR(400MHz,CDCh ,TMS) : 5 (ppm) 1.25 
(3H,t,J=7.6Hz), 2.66(2H,qJ=7.6Hz), 7.24(lH,d.J=8. 
4Hz), 7.54(lH,d,J=8.4Hz), 7.66(lH,d,J=8.8Hz) , 8.26 
(lH,dd,J=8.8. 2.7Hz), 8.61(lH,d,J=2.7Hz) 

mmmi 3) n- (2-x*;i/7x-;w - (2-7 

pu-5--FP7x-;l/) *;l/^-9"5F 

2- xf-;l/7-U>0. 2 6 9 g^ DMA 5mL&e>tf 
K2-2nn-5--hnSM»*nUF0. 586 
g J: 0 s mm 2 £E«Lfc;£S£fiev\ Jgffiiftfb^ 
mo. 6 6 7 gOlSS*1»fc. 

[0 113] ' H-NMR(400MHz,CDCl 3 ,TMS) : <5 (ppm) 1.28 
(3H,t,J=7.6Hz), 2.69(2H,q,J=7.6Hz), 7.21-7.33(3H, 
m), 7.68(lH,d.J=8.8Hz), 7.80(lH.s). 8.28(lH,dd,J= 
8.8, 2.7Hz), 8.67(lH,d,J=2.7Hz) 

mmmi 4) n~ (3-xf;i/7x-;w - (2-7 

OD-5--hn7i-/W AJbiR+tfSF 

3- X^;l/7xijy0. 2 10g, DMA5mLfc5tf 
£2-*aP-5-xFD£!lffl8*nU F0. 4 58 

g «k 0 , ^M'J 2 fcfE«L;fc£i*Eftv\ «Eittfc# 

*0. 3 5 9 gCDlS B B B ^#fco 
[0 114] ' H-NMR(400MHz,DMSO-d 6 ,TMS): 5 (ppm) 1.1 
9(3H,t,J=7.6Hz), 2.61(2H,q,J=7.6Hz), 7.00(lH,d,J= 
7.8Hz), 7.28(lH,t,J=7.8Hz), 7.51(lH,d,J=7.8Hz) , 7. 
58(lH,s). 7.89(lH,d,J=8.8Hz), 8.34(lH,dd,J=8.8, 2. 
7Hz), 8.45(lH,d,J=2.7Hz) 

(&5tff!l 1 5) N- (4-7Pt!;l/7xx;l/) - (2- 
^pp-5-xhP7xx;W jbJl/tf+tfSF 

4- 7P^7xU^0. 3 4 0 gs DMA 5raL&?) 
mc2-^PP-5-xhPgmfl^PU F0. 6 6 
4g£D, ^MiJ2fc|BtL/c^m\ 8liHiMfb 
a*0. 6 7 7 gOfel*#ft. 

[0 1 15] ' H-NMR(400MHz,DMSO-da ,TMS) : 5 (ppm) 0.8 
9(3H,t,J=7.3Hz), 1.58(2H,m), 2.54(2H,t,J=7.6Hz) , 
7.19(2H,d,J=8.4Hz), 7.60(2H,d,J=8.4Hz) , 7.89(lH,d, 
J=8.8Hz), 8.33(lH,dd,J=8.8, 2.7Hz), 8.44(lH,d, J=2. 
7Hz), 10.62(lH,s) 

(£M09l 6) N- (4-^>f;l/7x-/W ~(2- 
^pp-5-xhP7xx;l/) *;l/#*-9-5K 
4-^>f-;V7xU>0. 3 0 0 g^ DMA5mL&£> 
mc2-^PP-5-xhPgm§l^P'J F0. 4 8 
5 g «fe 0 > UMiJ 2 £K«Lfc£i*fcfi£v\ *RIBatfHb 
£»0. 5 14 gOlfg^Ufco 
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[0 1 16] ' H-NMRC400MHz,CDCl3 ,TMS) : <5 Cppm) 0.90 
(3H, t , J=6.9Hz) , 1 .28-1 .38(4H,m) ,1 .58-1 .66(2H,m) , 
2.61(2H,t,J=7.7Hz), 7.21(2H,d,J=8.4Hz) , 7.53(2H,d. 
J=8.5Hz), 7.66(lH,d,J=8.8Hz), 7.77(lH,s), 8.260H. 
dd,J=8.8, 2.8Hz), 8.61(lH,d,J=2.8Hz) 

mmm\ d n- (4-7fw*->7x-;w - 

(2-^DD-5--b07i-/W 
4-7?)]/**i'7-VyQ. 2 6 7 DM A 5 mL 
fc6tfK2-*na-5--hP£H#BtfnU FO. 

4 2 7 g ^o^ m^2icmmifcm^\ mms 

mt^O. 5 1 3 g©$g|i_»fco 

[0 1 17] 1 H-NMR(400MHz,DMS0-d 6 ,TMS): 5 Cppm) 0.9 
4(3H,t,J=7.4Hz), 1.39 - 1.48(2H,m), 1 .65-1 .73(2H, 
id), 3.96(2H,t,J=6.5Hz), 6.94(2H,d,J=9.0Hz) , 7.60(2 
H,d,J=9.0Hz), 7.88(lH,d,J=8.8Hz), 8.33(lH,dd,J=8. 
8, 2.8Hz), 8.43(lH,d,J=2.8Hz), 10.54(lH,s) 

(Mff&ffll 8) N- (4-hU7/I/*0^f-;l/**S/7 
x~;W - (2-^DD-5--hD7x-;W fc/l/tf 
++UF 

4-M>7/l/*P^l^+> / 7-Uyo. 3 10g, 
DMA5mLfc5tf£2-7PP-5-_.FP£A#8& 

^ a u f o . 4 6 2 g «fc d > «j 2 iztm Lkmx 
ttw mmntvuo. 5 4 1 g<£>*sjis»fco 

[0 118] ' H-NMR(400MHz,DMS0-da ,TMS) : <5 (ppm) 7.4 
0(2H,d,J=8.5Hz), 7.81(2H,d,J=8.5Hz), 7.90(lH,d,J= 
8.8Hz), 8.35(lH,dd,J=8.8, 2.7Hz), 8.50(lH,d, J=2.7H 
z) 

(Mm I 9) N- (2— <V7ntr;I/-6-^^7 
x— ;W - (2-^an-5--ho7i-;W 
+-9-5 F 

2-^V7Dt°;V-6-^f-^7-UyO. 3 0 9 g, 
DMA5mLft5tffc2---*au-5--bn£At» 
* p U K 0 . 5 4 6 g £ D , ^MiJ 2 fciBfE Lfc7?i£K: 
ffi^fflJfflfc ^U^WJVi^PVF?^^- (*N 
tty : S^xf-;b= 2 : 1 mmt, v/v) ) fCTff 
MU IPEtCTHfL 1®LT, teiEitfUkStoO. 6 

30 g(D%m®rc 

[0 119] 'H-NMR(400MHz,DMS0-d6,TMS):<5(ppm) 1.2 
6(6H,d,J=6.9Hz), 3.23(lH,sept,J=6.9Hz) , 7.170H, 
m), 7.23-7.31 (2H.ii), 7.45(lH,bs), 7.69(lH,d,J=8.8H 
z), 8.28(lH,dd,J=8.8, 2.8Hz), 8.64(lH,d,J=2.8Hz) 

(HM'J2 0) N- (4-^777x_;t/) - (2-* 

4-1/7/7-1) ^Q. 251g, DMA5mL*5tf 
C2-^DO-5 — — F tt&MMffli'i' P U F 0 . 5 59 
g J; «{?iJ 2 fcffi*Lfc£S;l-tfr\ SKi Wft^ 
*SJ0 . 5 5 8 gCjgS^lfto 
[0 12 0] 'H-NMR (400MHz, CDC 1 3 ,TMS) : <5 (ppm) 7.68- 
7.79(3H,m), 7.81(2H,d,J=8.6Hz),8.09(lH,s), 8.31(1 
H,dd,J=8.8, 2.7Hz), 8.63(lH,d,J=2.7Hz) 
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(HMIJ2 1) N— (3-^7/7x-;W - (2-* 
nn-5--ho7x-;W #;WW5F 
3-^777^Uy0. 2 5 5 g, DMA5mLft6tf 
K2-^on-5--bnfiJiS»^aUH0. 5 59 
g£Ds »J2JClH«Lfc^tcm\ IIIHgWfk^ 
WO. 6 1 6g©fp fc H£f#fc 0 

[0 12 1] 1 H-NMR(400MHz,CDCl3,TMS):<5(ppm) 7.50- 
7.56(2H,n), 7.70(lH,d,J=8.8Hz) , 7 . 84-7 . 87 (1H , m) , 8. 
02(lH,s), 8.07(lH.s), 8.31(lH,dd,J=8.8, 2.7Hz), 8. 
64(lH,d,J=2.7Hz) 

(HMIJ2 2) N- (2-f7/7x->l/) - (2-* 

pp-5--hn7x-;W 

2-^7/7^UyO. 2 7 9 g> DMA5mL*6l? 
(C2-^UD-5-xhngmfH^DU F0. 62 3 

g«fco^ ^j2tciH*tfc*sm\ mumits 

ftO. 6 8 2 gOl6JI-f#fc. 
[0 12 2] , H-NMR(400MHz,CDCl3,TMS):<5(ppra) 7.30 
(lH.t.J=7.7Hz). 7.66-7.72(3H,ffl),8.33(lH,dd,J=8.8, 
2.7Hz), 8.50(lH.s). 8.56(lH,d,J=8.4Hz) , 8.71(lH,d, 
J=2.7Hz) 

(^MiJ2 3) N- (4--h07x-/W - (2-* 
nn-5--ho7x^W #;WW5F 
4_r.ha7r.UyO. 2 8 5 g> DMA 5mL&6£5 
{C2-^DD-5-rhD$S«^aU F0. 54 5 

g j: o , iwj 2 fcisi ufcTJi* Kfiev\ mmitG 

%0. 6 19 g(DiS H B H -f#/co 
[0 12 3] 'H-NMR(4O0MHz,DMS0-d6,TMS):<5(ppn0 7.9 

3(lH,d,J=8.9Hz), 7.96(2H,d,J=9.2Hz), 8.31(2H,d,J= 

9.2Hz), 8.38(lH,dd.J=8.9, 2.7Hz), 8.59(lH,d,J=2.7H 

z), 11.32(lH,s) 
(MW\ 2 4 ) N- ( 5 b P - U 2 -4)V) - 
(2-^nn-5-- hD7x-;W *M^^F 

2- 75/-4-_Fat°'Jv'>0. 2 9 3 g> DMA 
5mL&6tflC2-^PO-5--hP$A„»f P'J 
F 0 . 5 5 6 g <fc 0 , l« 1 £iB*Lfcfii£fc:tfr/\ 

mm i $Kt „ ft o . 6 2 7 g ©leu 

' H-NMR (400MHz, DMS0-d 6 JUS): <S (ppm) 7.89(lH,d,J=8.8 
Hz), 8.36(lH,dd,J=8.8, 2.8Hz), 8.42(lH,d,J=9.2Hz) , 

8.58(lH,d,J=2.8Hz), 8.72(lH,dd,J=9.2, 2.5Hz), 9.2 
3(lH.d,J=2.5Hz), 12.00(lH,s) 

(WJ2 5) N- (3--bP7i-;W - (2-* 

na-5--hP7x-;W 

3- - hnT—UX). 2 7 4 g % DMA5mL£5tf 
tC2-?PP-5--FP£«>*$^Pl> FO. 524 

ttlO. 6 3 8 g<D*SJ&_*#fc. 
[0 12 4] ' H-NMR (400MHz, DMSO-de ,TMS) : <S (ppm) 7.7 
0(lH,t,J=8.2Hz), 7.93(lH,d,J=8.9Hz), 8.00-8. 04(2H, 
m), 8.38(lH,dd,J=8.9, 2.7Hz), 8.58(lH,d,J=2.7Hz) , 
8.74(lH,bs), 11.20(lH,s) 
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(M0IJ2 6) N- (4-Ih*'>A;l/tal/7ir 
- (2-^an-5--hn7x-;W j&jI/jI?*? 

5H 

4-75/gm#^X^XXr;I/9. 8 8 g, DMA 
5 0mLft6tfK2-^nu-5--hDgJilS»*a 
U F l 4 . 4 7 gcfcDx l«J 2 fcKWLfctfBfcft 
V\ *I!2@Wft£%2 0. 3 3g0*Sii*f#fco 
[0 12 5] ' H-miR(400MHz,DMS0-d 6 ,TMS): 5 (ppm) 1.3 
3(lH,t,J=7.1Hz), 4.31(2H,q,J=7.1Hz), 7.85(2H,d,J= 
8.7Hz), 7.91(lH,d,J=8.8Hz), 7.99(2H,d,8.7Hz), 8.36 10 
(lH,dd,J=8.9, 2.8Hz), 8.53(lH,d, J=2.8Hz) , 11.05(1 
H.s) 

(M&mi) 4- [ (2-?an-5-xbn7xx 

IWJ2 6T*t#e>ftfcN- (4-lh*^M^7 
x-;W - (2-^aa-5--ho7i-;W 

5 5g*^**"9->l OOmLfcfSUb 
fcffUc, 1 N-7j<Hfb7-h'J7A8 4mL^iP^, 3 0 
^iat?KHLfco &S$fc$ETifiiLfc& 7j<3 0 
OmLW, *#ttST|\ lN-tt»9 0mL*»j!iq 20 

fell 7. 5 9 g£t#fco 

[0 12 6] ' H-NMR(400MHz,DMS0-d6 ,TMS) : <5 (ppm) 7.8 
2(2H,d,J=8.7Hz), 7.91(lH,d,J=8.8Hz) , 7.97(2H,d,8.7 
Hz), 8.36(lH,dd,J=8.8, 2.8Hz), 8.52(lH,d,J=2.8Hz), 

ll.OKlH.s) 

(^1P2 8) N- (2-^PP-5-Xhn7x- 

;W - (2-^aa-5--hD7x-/W *;l/**-9- 
*K 

2 _^ D n-5--hn7xU>0. 3 4 8 gs DMA 30 
5mLfc5tfk:2-7nn-5--hngm#i&7DU 
HO. 5 3 2 g <fc 0 , M#iJ 2 fcfEfl Lfc£*SfcftV\ 

ubbi o . 7 o s g mmmt, 

[0 12 7] ' H-NMR(400MHz,DMS0-de ,TMS) : 5 (ppm) 7.8 
9(lH,d,J=8.8Hz), 7.91(lH,d,J=8.8Hz), 8.15(lH.dd,J= 
8.8, 2.7Hz). 8.37(lH,dd,J=8.8, 2.7Hz), 8.65(lH,d,J 
=2.7Hz), 8.88(lH,d,J=2.7Hz), 10.83(lH,s) 
(I«J2 9) N— (3, 5-5>-t-7*;l>-4-fc 
KD+5'7x— ;W - (2-7nn- 5-xhD7xX 
/W A/H#; F 40 
3 , 5-V-t -7^;l/- 4 - 1 Ha*S/7- U > 0 . 
50Qg, THF 1 0mLfc&fffc2-*Bn-5-- 
F uftMMmt n'JFO. 5 3 8 g <fc D , gRffl 1 fcffi 

« l tcmM&\ mm § wft^j o . 6 4 5 g 

[0 12 8] ' H-NMR(400MHz,CDCl 3 ,TMS) : 5 (ppm) 1.47 
(6H,s), 5.20(lH,s), 7.43(2H.s). 7.66(lH,d,J=8.8H 
z), 8.26(lH,dd,J=8.8, 2.8Hz), 8.62(lH,d,J=2.7Hz) 

(M#iJ3 0) N- (3-^7-tf7X;l/7#x;l/7^7 
7xx/l/) - (2-7nu-5-xFo7x-;l/) 50 
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#+■9-5 F 

3- ^y-ti>7/b7*~;l/7$77-U>0. 59 5 
g, DMA5mL45tffc2-^ao-5--hn$J8l 
Wk'J n U F 0 . 6 3 3 g £ D , ^MiJ l icmmbfcU 

f- ev^f-y : S^XT^l^ 1 : lv/v) KTffiffi 
Ls IPEKTBfk SPRLT, UMmit^O. 7 0 

0 g£DlSH^#/c 0 

[0 12 9] ' H-NMR(400MHz,CDCl 3 ,TMS): 6 (ppm) 6.87 
(lH.d,J=8.1Hz), 7.21(lH,t,J=8.1Hz), 7.38(lH,d,J=8. 
1Hz), 7.54-7.66(4H,f), 7.80-7.82(2H,m) , 7.87(lH,d, 
J=8.8Hz), 8.33(lH,dd,J=8.8, 2.8Hz), 8.44(lH,d, J=2. 
8Hz), 10.38(lH,s), 10.69(lH,s) 

(HMIJ3 1) N- [ [3- f/W 
7x-;W - (2-?on-5-xhn7 
ft/WW^F 

[3- (tfn'J^y- l ->T;W 7xU7 

•ffiUffiO. 2 4 4 g, tf'J^ySmL&Sm^-? 
na-5-xha$m§^7aU FO. 3 0 0 gi:D, 
HMJ l tcfBl L/cT^ffi (c^i\ ttBBBWftS* 0 . 3 

1 9 g ©ISfi*ftfco 

[0 13 0] , H-NMR(400MHz,CDCl 3 ,TMS):5(ppm) 1.85- 
1.93(4H,m), 3.36-3.45(4H,m), 7.27(lH,d,J=8.1Hz) , 
7.41(lH,t.J=8.1Hz), 7.65(lH,d,J=8.8Hz), 7.70(1H, 
s), 7.91(lH,d,J=8.1Hz), 8.26(lH,dd,J=8.8, 2.7Hz), 
8.50(lH,d,J=2.7Hz), 9.09(lH,s) 

(%m\3 2) n- [4- 

7*x;l/7577xx;H - (2-?nn-5--fn 
7i^/l/) *;M?*U-3F 

4- (p-h/l/xyx/P7*x;V757) 7xU70. 
3 0 8 g, DMA5mL^5>mc2-7na-5-xh 
a$J&#H7 a U F 0 . 3 l 0 g J: D > f«J 2 fciBic 
Lfc7J&»\ ^KBtfrfbSftio. 5 1 6 g©^* 

[0 13 1] ' H-NMR(400MHz,DMSO-de ,TMS): <5 (ppm) 2.3 
4(lH,s), 7.08(2H,d,J=8.9Hz), 7.35(2H,d,J=8.2Hz) , 
7.54(2H,d,J=8.9Hz), 7.63(2H,d,J=8.2Hz) , 7.87(lH,d, 
J=8.8Hz), 8.32(lH,dd,J=8.8, 2.8Hz), 8.42(lH,d,J=2. 
8Hz), 10.15(lH,s), 10.64(lH.s) 

(*Mtf3 3) N- (^yy"^7v r -;l/-2--Y;l/) - 
(2-7na-5-xhD7xx;l/) F 
2-75/^77"7 L 77-;l/0. 3 1 2 g, DMA 5 m 
L^emc2-^Dn-5-xho$m#17uU F 
0 . 5 0 3 g cfc D , UMiJ 2 fcKttLfc£8;fct&\ ft 
ElWft^ftO. 5 4 4 g©f§H£l#/c 0 
[0 13 2] ' H-NMR (400MHz, DMSO-d. ,TMS): 5 (ppm) 7.5 
8(lH,t,J=7.1Hz), 7.67(2H,d,J=7.2Hz), 7.75 - 7.79(2 
H.m), 8.08(lH,d,J=7.9Hz), 8.19 - 8.28(2H,m) , 8.77(1 
H,d,J=2.8Hz) 

(MMM 3 4) N— (6-x F n^y y>7 2 
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^•9-5 F 

2-757-6-XhP^yV>77-;V0. 42 1 
g, DMA5mLfte>tfK2-*no-5--hDgJ& 
#117 PUFO. 5 6 9 g £ %m\ 2 KIB« bfc# 

feictset\ mmmtstoQ. 1 5 5 g0*gn£#fco 

[0 13 3] 'H-NMR(400MHz,DMS0-d6,TMS):<5(ppm) 7.9 
5(2H,t,J=8.9Hz), 8.32(2H,dd,J=8.9, 2.4Hz), 8.41(1 
H,dd,J=8.9, 2.8Hz). 8.70(lH,d,J=2.8Hz) , 9.13(lH,d, 
J=2.4Hz) 10 

mmm 35) n - (4-71 7 2 

;10 - (2-7PP-5-xhP7xx;l/) A/MW 
5F 

2-75/-4-7x =.)wr v-fr • mt?\<mm 

2. 5 3g^ tfUS?>2 0mL*e.m;:2-^DD-5 

--fpsjush^du F2. 1 2 gcfc^. mmmit 
mwttwnam u t/v *w * 5 a ? n? h 7 

Wy:Sf|ifA=3 : 2v/v) filiSU I 
P EtfHfL ftEU HBElttftSttO. 2 4 0 g£l# 

[0 13 4] 1 H-NMR(400MHz , CDCb ,TMS) : (5 Cppm) 7.14 
-7.24(5H,i), 7.43 - 7.45(2H,m), 7.88(lH,dd,J=8.8, 
2.7Hz), 8.03(lH,d,J=2.7Hz) 
(l«3 6) N- [4- (2-^x-;I/) 979-)V 
- (2-7PP-5-xhP7xx;l/) ts 

2-757-4- (2-^xx;l/) ^77-;M. 0 3 
g, THF 2 OmL, CD I 1. 3 3 gfcfctffc 2 -*U 
a- 5 -x h u&MMM 1 • l 0 g «fc 0 > 3»J 1 
$l&7a&T«U ^U*^*7A^PTh^7Y 30 
- (.<\*?y : SlExf-;^ 1 : 1 v/v) fifiiU I P 
E-e@fL MU ffJBgWIt^O. 6 8 7 g£l# 

/Co 

[0 13 5] ' H-NMR(400MHz,DMS0-d 6 ,TMS) : 5 (ppm) 7.1 
2(lH,d,J=5.1, 3.6Hz), 7.52(lH,d,J=5.1Hz), 7.56(1H, 
d,J=3.6Hz), 7.90(lH,d,J=8.8Hz), 8.37(lH,dd,J=8.8, 
2.7Hz), 8.60(lH,d,J=2.7Hz) 

37) N- [4- (3-tfU 5>;W f-7 
-2— f/I/] - (2-7PP-5-xhP7xx;l/) A 

;l/*W5 F 40 
#^j2©^cj;D^}i$n/c2-7 = y-4- (3 
-e'J^VW ^77-^0. 181g, DMA5mL% 
?,mc2-^PP-5-xhPglflt^PU FO. 2 
4 7g£D, ^5WMiKIB«bfe^feK:t£v\ HEgW 
{fc^feO. 3 0 8 g*f»fc. 
[0 13 6] ' H-NMR(400MHz,DMSO-de ,TMS) : 5 (ppm) 7.4 
9(lH,dd,J=8.0, 4.8Hz), 7.92(lH,d, J=8.9Hz) , 7.97(1 

H, s), 8.27(lH,dt.J=8.0. 2.0Hz), 8.38(lH,dd,J=8.9, 

I. 6Hz), 8.61(lH,d,J=2.8Hz), 9 . 15 (1H, d , J=l . 6Hz) 

mmm 3 8) n - 1 4 - c 2 - e u ^7 vwi/ 50 
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-2-^/W - (2-^PP-5-xhP7iX/l/) * 
;I/tfW5 F 

2-757-4- (2-t°ye>» ^77-;po. 32 
4g, DMA5mLft6tfK:2-^nn-5--hn$ 
A$K£ p UFO. 442gj;Ds #H$J 2 bfc 

wEiWfls^mo. 4 9 1 g *#fc, 

[0 13 7] l H-NMR(400MHz,DMS0-d 6 ,TMS): 5 (ppm) 7.3 
4 - 7.37(lH,a). 7.87 - 7.97(4H,m) ,8.38(lH.dt,J=8.9. 
2.7Hz), 8.61-8.63(2H,m) 

(^»J3 9) N- [4- (2-^Wx-;W ^7 
»/~;V-2— ' f/W - (2-7PP-5-xhP7xX 
/W a/l/tf+tfS F 

2-757-4- (2-7^;V7xX;W 979-)]/ 
0. 3 9 8 g, DMA5mLft&tffc2-*PB-5- 
- hDfiASft^n U FO. 3 8 5 g <fc 13* HM'J 1 

(*\*Vy ■ ftKxf-;U= l : lv/v) HSi 
U SIBiWft^ftlO. 4 5 2 g^lffco 
[0 13 8] 'H-NMR (400MHz, DMSO-de ,TMS): 8 (ppm) 2.4 
5(lH,s). 7.23- 7.31 (3H,m), 7.42(lH,s), 7.57-7.60 
(lH.m), 7.91(lH,dJ=8.9Hz), 8.37(lH,dd,J=8.9, 2.8H 
z), 8.59(lH,d,J=2.8Hz) 

(1114 0) N- [4- (3-7^7xx;W 97 
9->V-2— f;W - (2-7PP-5-xhP7xX 
;l/) *MW5F 

2-757-4- (3-^f-;I/7x-;W 97V-)V 
0. 3 0 3 g, 2-^PP-5-xhP$mtH0. 2 
47g, CDIO. 6 4 Ogft&tffcTHF 1 OmU 

Wn7b^77-f- : ft»xf-;V= 1 : l 

v/v) KTIMBU 0. 1 0 5g*ftfe. 
[0 13 9] 'H-NMR(400MHz,CDCl 3 ,TMS): <5 (ppm) 2.32 
(3H,s), 6.98(lH,d,J=7.6Hz), 7.12(lH,t,J=7.7Hz), 7. 
14(lH,s), 7.25 - 7.27(2H,ra), 7.30(lH,d,J=7.7Hz) , 7. 
93(lH,dd,J=8.9, 2.7Hz), 8.12(lH,d,J=2.7Hz) 

mm* i) n- [4- (i-t7^;w 

-2— f;W - (2-^7PP-5-xhP7xx;l/) * 
/l/sS+tfS F 

2-757-4- ( 1 -*7f-/l0 ^77-71/0. 3 7 
8g, DMA5mLft6tfK2-^Pt3-5--hO$ 
Il#Sg* PUFO. 4 0 4 g J: D , UMiJ 1 tlHic L/c 

*ffi£ffiv\ mmmttemo. 5 8 0 g*#fe o 

[0 14 0] 1 H-NMR(400MHz,CDCh ,TMS): 6 (ppm) 7.02 
(lH,d,J=8.8Hz), 7.33 - 7.54(5H,m),7.69(lH,d,J=8.2H 
z), 7.81(lH,d.J=8.1Hz), 7.84(lH,d,J=2.7Hz), 8.16(1 
H,d,J=8.6Hz) 

(^MiJ4 2) N- [4- (2-t7^;W 979-)l 
— 2 — - (2-7PP-5-xhP7xx;W * 
F 

2 _ 75 y_4_ (2-t7f7V) f-77-^0. 3 9 
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8g, DM A 5 m L&^tBc 2 — ^PP — 5 — — h P$! 
mm^U UFO. 4 6 4 g «k D , gffiffll 2 fcK*Lfc 
75T&K:fi£V\ «H2BW<fc£»0. 5 6 6 g*flfeo 
[0 14 1] ' H-NMR(400MHz.DMS0-d6 ,TMS): 5 (ppm) 7.4 
9 - 7.56(2H,m) , 7.87 - 7.99(5H,m) ,8.09(lH,dd, J=8.6, 
1.6Hz), 8.36(lH,dd,J=8.8, 2.7Hz). 8.47(lH,s). 8.62 
(lH,d,J=2.7Hz) 

(^1M4 3) N— [4- (3, 4-^DD7i- 
;W f-7y-/U-2— r/W - (2-7PP-5-xh 
D7x-/W F 10 

2-757-4- (3, 4-^BD7i-/W ^7V 
~;I/0. 3 13gs DMA5mLft6tfiC2-*nn- 
5--hD$Jt#K^DU F0. 3 3 7 g <fc ?K ^filfiffll 
2fc3H«U;fc#i£fCftl\ mmtMt&toO. 4 4 9 g 

[0 14 2] 1 H-NMR(400MHz,DMSO-d 6 ,TMS):<S(ppm) 7.7 
0(lH,d,J=8.4Hz), 7.86 - 7.93(3H,m), 8. 17(lH.d, J=2.0 
Hz), 8.34(lH,dd,J=8.8. 2.8Hz), 8.60(lH,d,J=2.8Hz) 

(I»4 4) N— [4- (4-Xf-^7x-;W ^7 
y-;l/-2— T;W - (2-^PP-5-^hP7xX 20 
71/) F 

2-757-4- (4-xf-;l/7x-;W f-TV-JV 
0. 3 3 9 g^ DMA 5mL&e>tBc2-^PP-5- 
xhpgmfl^p'j F0. 4 3 8 g£D, £ffifflllc 
IBtUc^Cf&A mmUMttSVnO. 3 9 3 g£t# 

tZo 

[0 14 3] ' H-NMR(400MHz,DMS0-de ,TMS) : 5 (ppm) 1.2 
l(3H,t,J=7.5Hz), 2.63(2H,q,J=7.5Hz), 7.28(lH,d,J= 
8.2Hz), 7.71(lH,s), 7.84(lH,d,J=8.2Hz), 7.91(lH,d. 
J=8.9Hz), 8.38(lH,dd,J=8.9, 2.7Hz), 8.61(lH,d,J=2. 30 
7Hz) 

mmm4 5) n- [4- (ter t-7?;w-*^ 

;^x;I/75/7xx;l/) ] - (2-*an-5-xh 

D7xx;U) F 
(4-ter t-7^^^;l/t*x;l/75y7xx 

/W 75> (4. 4 7 g, 2 1. 5mmo 1) x DMA 
(5 0mL) ^P>mc2-^PP-5--hP$Bi : il 

*n'J F (5. 1 9 g, 2 3. 6mmo 1) fcffifflL 

T, l»J2^IB«Lfc££»\ tllBBWft^tl 
(6. 9 6g, 8 3%) £f#fc„ 40 
[0 14 4] 'H NMRCDMSO, 400HHz) : <J 1.48 (9H, s), 
7.44 (2H, d, J=8.9 Hz), 7.58 (2H, d, J=8.9 Hz), 

7.88 (1H, d, J=8.8 Hz), 7.33 (1H, dd, J=2.8, 8.8 H 

z), 8.43 (1H, d, J=2.8 Hz), 9.34 (1H, s), 10.58 (1 

H, s); MS (FAB) ra/z: 391 M + ; 
(H1M4 6) N- [4- (3-^PP-4-7^7 

1- ;l/) -5-7^;l^77-;l/-2-^;W - (2- 
>7DP-5-xhP7xx;l/) A;l/#*-<t5F 

2- 757-4- (3-^PP-4-7^;l'7xX;l/) 
-5-*^W\?7-;l/0. 3 6 8 g, DMA5mL& 50 
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£tffc2-*np-5-xhp£I«Ig*ai) FO. 4 

0 7 g £ ^MiJ 1 fcfEttbfc£8$:fl&\ JSIBBW 
ft#»0. 5 1 0 g^f/co 

[0 14 5] ' H-NMR(400MHz,DMS0-de ,TMS) : <S (ppm) 2.3 
9(3H,s), 2.52(3H,s), 7.47 - 7.52(2H,i) , 7.64-7.69 
(lH.m). 7.89(lH,d,J=8.8Hz), 8.36(lH,dd,J=8.8, 2.8H 
z), 8.56(lH,d,J=2.8Hz) 

(^MH7) N- [ (4, 5->>W;W =f-7V-)]y 
-2— <;W - (2-^PP-5-xFP7xx;l/) * 
F 

2-757-4, b-ytf-lWrV-h'fflmQ. 

1 8 2 g. If D S>:/5mLft&tfK:2-*ao-5-x 
h DfiJ&S»^ PUF0. 3 0 4 g HMJ 2 fcgE 

tt/c^^^i\ wisawk^o. 2 8 1 gm 

tZo 

[0 14 6] ' H-NMR(400MHz,DMS0-d 6 ,TMS) : <5 (ppm) 2.0 
8(3H,s), 2.31(3H,s), 7.62(lH,d.J=8.8Hz) , 8.27(lH,d 
d,J=8.8, 2.7Hz), 8.63(lH,d,J=2.7Hz) 

(HMH8) N— (5-7P^f"77-;l/-2-^ 
)V) - (2-^PP-5--hP7xx;l/) ti)W^ 
5F 

2- 757-5- 7u*?7 7-/1/ • JfctoJcjRUffl 0 . 
6 7 7 g, lfUS;>5mLft6tfK2-^aD-5-x 

hD$A§»^au fo. 6 8 o g »jnaa 

ttLfc£8cfcftV\ WKBttfc£«0. 4 2 8 g£f# 

[0 14 7] l H-NMR(400MHz,CDCl3,TMS):<5(ppffl) 7.00 
(lH.s). 7.74(lH,d,J=8.8Hz), 8.38(lH,dd,J=8.8, 2.7H 
z), 8.68(lH,d,J=2.7Hz) 

(IWJ4 9) N— (4-tfU^;W - (2-^PP- 
5-xFP7xx;l/) *;V#*tf5F 

4- 757tfU> ; yO. 4 2 1 g, DMAlOmLftB 
tffc2-^Dn-5-xhnfijR§»^aU F l. 0 8 
g£D, WiJ n-fB«b/c^»\ *IIBB«{t£ 

7 8 8 g*f»feo 

[0 1 4 8] l H-NMR(400MHz,DMS0-d 6 ,TMS): 5 (ppm) 6.2 
7(2H,d,J=6.2Hz), 7.92(lH,d,J=8.8Hz), 8.37(lH,dd,J= 
8.8, 2. 7Hz), 8.52(2H,d,J=6.2Hz), 8.55(lH,d,J=2.7H 
z), H.lO(lH.s) 

(I«|J5 0) N— (3-eU^;W - (2-^PP- 

5- xbP7xx;l0 *m:W5F 

3- 757^U^y0. 3 2 1 g, DMA 5 mLftW 
fc2-*un-5-xhngMB*niJ KO. 82 5 

g * i«j i KE«bfc^ffitcsev\ mmmitft 

»0. 8 2 0 g£l#fc o 

[0 14 9] l H-NMR(400MHz,CDCls ,TMS): 5 (ppm) 7.38 
(lH,dd.J=4.8. 8.3Hz), 7.69(lH,d,J=8.8Hz) , 8.190H, 
s), 8.28- 8.31(2H,a), 8.44(lH,dd,J=4.8, 1.4Hz), 8. 
63(lH,d,J=2.7Hz), 8.68(lH,d, J=2.5Hz) 

(I»|J5 1) N— (6-7f-/V-tfDi»-2 — < 
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;W - (2-*nn-5--ha7x-;l/) #;l/#*1J- 
5 F 

Z-7S.S-6-**)WVS?yO. 3 1 4 g. DMA 
5mLJ8:6t;n:2-^DD-5--haSJft§»^nU 

f o . 7 o 3 g cfc o , i» i Kmmbrcmm^\ 
wwmkswso. 6 3 2 gm. 

[0 15 0] 1 H-NMR(4O0MHz,DMS0-de ,TMS): <5 (ppm) 2.4 
3(3H,s), 7.07(lH,d,J=7.8Hz), 7.76(lH,dJ=7.8Hz), 
8.01(lH,d,J=7.8Hz), 8.31(lH,dd,J=8.8, 2.7Hz), 8.42 
(lH,d,J=2.7Hz), 11.21 (lH.s) 

(3»J5 2) N- i5-**)\,-&)t?y-Z-4 
;W - (2-^DD-5--hn7x-;W 
5H 

2-75/-5-/f-;HiUS?>0. 3 6 7 g, DMA 

F0. 8 9 6 g J: D , l»J 1 fclRHi&tfSfflm * 
iJ*W7L^DVhy77^- ('N+tf:' : ft»x 
2 : lv/v) fcT»«U 0. 5 0 6 g*#fc. 

[0 15 1] 'H-NMR(400MHz,GDCh,TMS):<5(ppm) 2.32 
(3H,s), 7.61(lH,dd,J=8.5, 1.9Hz),7.66(lH.d,J=8.8H 
z), 8.05(lH.bs). 8.24(lH,d,J=8.5Hz), 8.28(lH,dd,J= 
8.8,2.7Hz), 8.61(lH,d,J=2.7Hz), 8.76(lH,s) 

(»J5 3) N— [4- (4-i>^^;V75/7x- 

;W 7x-;W - (2-#an-5--hn7x-;W 

4- (4-^^;l/7^y7x-;W 7-'Jyo. 22 
4g, DMA5mLfc6tffc2-*an-5--hn£ 

a UFO. 2 7 9 g j; D> ^SSffl 1 fc|H« Ufc 
tffcWft^flBBBWfcSIIJO. 3 8 9 gO*gft«1ifc. 
' H-NMR(400MHz,DMS0-d6,TMS) : 5 (ppm) 2.94(6H,s), 6.8 
0(2H,d,J=8.9Hz), 7.52 (2H,d,J=8.9Hz) , 7.61(2H,d.J= 
8.7Hz), 7.73(2H,d,J=8.7Hz), 7.90(lH,d,J=8.8). 8.35 
(lH,dd,J=8.8, 2.7Hz), 8.47(lH,d,J=2.7Hz), 10.72(1 
H,s) 

(HMIJ5 4) N- (7-fet7r>- 5-^/W - (2 

5- 75/7-fet7ry0. 3 2 6 g, DMA 5mL§ 
5,mc2-^nn-5--ha^m^^PU FO. 2 

6 7 g £ o , iwj 2 t m&nmz * d , gie g em 

^0. 3 3 5 g*#fc 0 

[0 15 2] ' H-NMR(400MHz,DMS0-de ,TMS): <5 (ppm) 3.3 
5 - 3.42(4H,m) , 7.34 - 7.37(2H,m) ,7.49 - 7.54(lH,m), 
7.78 - 7.83(2H,m), 7.92(lH,d,J=8.8Hz) , 8.36(lH,dd,J 
=8.8, 2.7Hz), 8.56(lH,d,J=2.7Hz), 10.63(lH,s) 

(l«J5 5) N— (3-*/U-;W - (2-^ao 
-5-- FP7x-;W *m;W5F 

3-75/ + /U>0. 3 7 7 g^ DMA5mL^^' 
fc2-*PP-5--hP£*«fc7Py F0. 6 33 
g J: D , HMJ 2 Ettft^Bfc J; 0 , «@5i 
0. 5 5 5 g£f#fc 0 
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[0 15 3] 'H-MR(400MHz,DMS0-da ,TMS): <S (ppm) 7.6 
2(lH,d,J=8.0Hz), 7. 71(lH,dd,6. 8,8.3Hz), 7.94(lH,d, 
J=8.8Hz), 8.02(2H,dd,J=8.8, 8.0Hz), 8.39(lH,dd,J= 
8.8.2.7Hz), 8.61(lH,dJ=2.7Hz), 8.86(lH,d,J=2.4H 
z), 9.00(lH,d,J=2.4Hz), 11.22(lH,s) 
(HMU5 6) N— (5-+/U-/W - 
-5--hP7x-;W 

5-75y*>"JV0. 3 2 6 g> DM A 5mL&P>tf 
t2-^PP-5--hP$lL*l67Py FO. 5 47 

10 g «fc 0 , %m® 2 1 * o , ^ses^xb-a-^ 

0. 7 0 4 g%|fe, 

[0 15 4] ' H-NMR (400MHz, DMSO-d. , TMS) : «5 (ppm) 7.6 
2(lH,dd,J=8.6. 4.1Hz), 7.81-7.99(3H,«). 8.38(lH,d 
d,J=8.8, 2.7Hz), 8.59(lH,d,J=8.6Hz), 8.67(lH,d,J= 
2.6Hz), 8.96(2H,d,J=4.1Hz), 10.88(lH,s) 

mmm5i) n- (8-*;v-m - (2-^na 

-5--ha7x-/W */l/**D-SK 
8 _75/^yijy0. 3 2 6 g, DMA5mL&£(>* 
|C2-^DP-5--hPfiA*»^oy FO. 5 25 
20 g «fc Os fcHWatfSfc * 0, HHEBMtStt 
0. 6 3 4g» 

[0 15 5] ' H-NMR (400MHz ,DMS0-de ,TMS): <5 (ppm) 7.6 
4-7.71(2H,m), 7.81(lH,d,J=7.1Hz) , 7.91(lH,d,J=8.8 
Hz), 8.86(lH.dd,J=8.8, 2.7Hz), 8.46(lH,d,J=8.3Hz), 
8.55(lH,d,J=2.7Hz), 8.74(lH,d,J=7.5Hz), 8.93(1H, 
d,4.2Hz), 10.85(lH,s) 
(^M'J5 8) N- (4-75/7x-;W - (2-* 
pn-5--HP7x-;W fcJl/tf+tfS K • lM& 
»4 5T?«JfiLfcN- [4- (t e rt-W 
30 *J/*;l/*-/l/75/7x-/W 1 - (2-^OU-5 
--hP7x-/W *;I/#*-9-5H (5. 60g, 1 
4. 3mmo 1) s (6 5mL) fcj;tf4- 

Nttfl2KJ|S/s;**U->»« (1 OmL) fcttfflU * 
MU8icfBtU/c^fc^V\ ^IBaWfk^ (4. 6 
2g, UX$9 9%) %!#/c 0 
[0 15 6] l H NMRQMSO, 400MHz) : <5 7.34 (2H, d, 
J=8.8 Hz), 7.78 (2H, d, J=8.8 Hz), 7.99 (1H, d, J= 
8.8 Hz), 8.35 (1H, dd, J=2.8, 8.8 Hz), 8.48 (1H, 
d, J=2.7 Hz), 9.91 (1H, s), 10.89 (1H, s): 
40 mm\ 5 9) N - C-f U ^~ 1 -^;W ~ ( 2 

-^dp-5-^Fp7x-;W *;MfcH-5K 

! -y^yxfv^y ijyo. 3 9 4 g, DMA5mL% 
P,mc2-^PD-5--Fa^mWH^aU FO. 7 
5 2 g cfcD, fcra«tft*Sfc«fcO, tRfBgWffc 

#»0. 5 9 9 g£l#fc 0 
[0 15 7] 1 H-NMR (400MHz, DMSO-de ,TMS): (5 (ppm) 7.8 
0(lH,d,J=8.8Hz), 7.89 - 7.97(2H,m), 8.03 - 8.06OH, 
111), 8.22(lH,dd,J=8.8, 2.7Hz), 8.37(lH,d,J=5.6Hz) , 
8.56 - 8.59(lH,m), 8.64 - 8.65(lH,m) 

50 mmmeo) n- (z-thzfijfrx-jwvvy 
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-3-^/10 - (2-^DD-5--hP7x^;V) tl 

0. 3 3 8 g^ DMA5mU^£2-^nn-5- 
-bPgHttt^PU F0. 5 8 3 g «fc?K ^M'J2 
itri^ia*), fllBiWffc^O. 6 1 7 g£t# 

fCo 

[0 15 8] ' H-NMR(400MHz,CDCla ,TMS) : 5 (ppm) 4.07 
(3H,s), 7.67(lH,d,J=8.8Hz), 8.30(lH,dd,J=8.8, 2.7H 
z), 8.49(lH,d,J=2.3Hz), 8.53(lH,d,J=2.7Hz) , 8.59(1 
H,d,J=2.3Hz), ll.32ClH.sD 

(!«J6 1) N- [4- (3--hB7x->W ^7 
v-;l/-2— OW - (2-^nD-5-xhn7i- 

2-757-4- (3--hP7x-;W i-TV-jl 
0. 4 3 9 g^ DMA5mLfc6tf£2-£PP-5- 
-hngltfi^nU F0. 5 2 4 gi;Ds HMiJ2fc 
ia«Lfc£j££ftV\ SiSaWfb^O. 7 2 8 gOS 

[0 15 9] ' H-NMR(400MHz,DMS0-d 6 ,TMS) : <S (ppm) 7.7 
6(lH,t,d=8.8Hz), 7.92(lH,d,J=8.8Hz), 8.11(lH,s), 
8.20(lH,dd,J=1.2, 8.8Hz), 8.39(2H,dd,J=2.8, 8.8H 
z), 8.63(lH,d,J=2.8Hz), 8.76(lH,t,J=2.8Hz) 

(MmmGZ) N — (6-7nneUi»-3-^;W 
- (2-^ap-5--ho7x-;W fc/l'tf+tfSF 
5 _75y_ 2 -^pneUv ? >0. 2 5 7 g, DMA 
5mL&6mc2-*ua-5--ha*Mlt*nU 
F 0 . 5 2 8 g i 0 > 2 
ffl&mit&fo 0 • 5 5 4 g <D$Sfl£t#/Co 

[0 16 0] ' H-NMR (400MHz, DMSO-de ,TMS): S (ppm) 7.5 
7(lH,d.J=8.8Hz), 7.92(lH,d,J=8.8Hz), 8.20(lH,ddJ= 
2.9, 8.8Hz). 8.37(lH,dd,J=2.9, 8.8Hz), 8.56(lH,d,J 
=2.9Hz), 8.71(lH,d,J=2.9Hz) 

(Ji»J6 3) N- (.4-**)]/-3-~hU\£W> 

- (2-^an-5-xhP7x-;l/) ts 

2-75y-4-^f-;l'-3-xFD^U> >, y0. 30 
6g, DMA5mLft£tffc2-*nn-5--hn£ 

msn* pufo. 528g<fco, wm\ 2 icie* ufc 

£J££ftV\ JFJBiWft^tlO. 4 8 2 g0*SH*$ 

feo 

[0 16 1] ' H-NMR(400MHz,DMS0-de ,TMS) : 5 (ppm) 7.5 
KlH,d,J=5.0Hz), 7.90(lH,d,J=8.8Hz), 8.26(lH,d,J= 
2.8Hz), 8.38(lH,dd,J=2.8, 8.8Hz), 8.56(lH,d, J=5.0H 

z) 

(IWJ6 4) 2, 5-tTX (2-^PP-5--hP 
^yyV;P75/) t°U>>> 
2, 5-^75/eU^y2^||WtO. 1 8 2 g. FU 
xf-;l/75> / 0. 3 3 5raL, DMA5mLft5tffc2 
-^□D-5--hPSmtll^PU FO. 5 2 8 g£ 
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^fitey2tcKKUfc^Kfl£v\ WElWfbfcHJ 

0. 2 5 4 g©JSJI*fffco 

[0 16 2] 1 H-NMR(400MHz,DMS0-d6,TMS):<5(ppm) 7.8 
7(lH,d,J=8.8Hz), 7.92(lH,d,J=8.8Hz), 8.17(lH,dd,J= 
3.0, 8.8Hz), 8.25(lH,d,J=8.8Hz), 8.33(lH,dd,J=3.0, 
8.8Hz), 8.36(lH,dd,J=3.0, 8.8Hz), 8.48(lH,d,J=3.0 
Hz), 8.54(lH,d,J=3.0Hz), 8.71 (lH.s), 10.96(lH,s), 
11.30(lH,s) 

mm 6 5 ) n - ( 4 - * e <; 5 w- 2 -- r 

;W - (2-^pp-5-~Fp7x~;W #;WMpU" 
5F 

2-75/-4-7lf-;HfU5^yO. 2 1 8 g. DM 
A5mL&6tffc2-*nn-5--hngA#S*n 
UFO. 5 2 8 g J: D , 2 fcffifc Lfc£&k:$ 
K ^IBgiM^O. 3 4 1 g©teft*fffe» 
[0 16 3] ' H-NMR (400MHz, DMSO-de ,TMS): 6 (ppm) 7.1 
O(lH.s), 7.84(lH,dd,J=3.0, 8.8Hz), 8.30(lH,dd,J=3. 
0, 8.8Hz), 8.45(lH,d,J=5.2Hz). 11.39(lH,s) 

y-3-f;W - (2-^PP-5-^FP7x^;i/) 

3 _ 7 ^ y ^ 7l y_ 2 _*;i/#y»^f-;l/xXr;l/ 
0. 3 1 4 g, DMA5mL*6tffc:2-*nu-5- 
r.hP$mtSt^PU FO. 5 2 8 g£D, ^MiJ2tC 
fBtt/c7a^m\ fflffiitfKfcStoO. 5 9 0 gOlb fc 

[0 16 4] 'H-NMR(400MHz,DMSO-d6,TMS):<5(ppm) 7.9 
3(lH,d,J=8.6Hz), 7.96 - 8.03(2H,m), 8.39(lH,dd,J=3. 
0, 8.6Hz), 8.56(lH,d,J=3.0Hz), 10.67(lH,s) 
OTP6 7) N— (6-^h + ^>V^7V-;V- 
2-^;b) - (2-^PP-5--FP7x-;W iJ)V 
jfrH"5F 

Z - 7 ~:;-6-ty*i/^yy?-7y-frO. 3 60 
g, DMA5mLft6tffc2-*PP-5--ba£& 
SBK^nUKO. 5 2 8 g«fc!K #?MJ2 fciE«Uc£ 
^IBiWfb^O. 5 7 7 g©*SH£#fco 
[0 16 5] ' H-NMR (400MHz , DMSO-de , TMS) *• 6 (ppi) 7.0 
8(lH,dd,J=2.8, 8.8Hz), 7.65(lH,d,J=2.8Hz) , 7.71(1 
H,d,J=8.8Hz), 7.92(lH,d,J=8.8Hz), 8.39(lH,dd,J=2. 
8, 8.8Hz), 8.64(lH,d,J=2.8Hz) 

mmmQs) n- (e-^pp^vwy*-;^ 

f;W - (2-^pp-5--Fp7x-;W 
+-9-5 F 

2-75y-6-^PP^>y'f-7V-;l'0. 368 
g, DMA5mL^5mc2-^PP-5--FP$m 
*«*UUK0. 5 2 8 g£ i 3, fWl2£iB«Lfc£ 
i£fctft\ «8SeWfl:^fto. 7 5 1 g OlSS*#feo 
[0 16 6] ' H-NMR (400MHz , DMSO-de .TMS) : 8 (ppm) 7.5 
2(lH,dd,J=2.8, 8.8Hz), 7.81(lH,d,J=8.8Hz) , 7.94(1 
50 H,d,J=8.8Hz), 8.22(lH,d,J=2.8Hz), 8.40(lH,dd,J=3. 
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0, 8.8Hz), 8.66(lH,d,J=3.0Hz) 

f;W - (2-^DD-5-~ha7x-;W 

2-75/-4-^PP^VWV , -rt/0. 368 
g, DMA 5mL^6mc2-^DD-5--hn$m 
§SE^ O U F 0 . 5 2 8 gcfcDs l«J 2 KEttLfe* 
t£»\ SBSlKUkStlO. 4 6 4 g0*gg.*$fco 
[0 16 7] 'H-NMR(400MHz,DMSO-d6,TMS):<S(ppm) 7.3 
8(lH,t,J=7.8Hz), 7.59(lH,d,J=7.8Hz), 7.93(lH.d.J= 10 
8.6Hz), 8.06(lH,d,J=7.8Hz), 8.40(lH,dd,J=3.0, 8.6H 
z), 8.67(lH,d,J=3.0Hz) 

(HMiJ7 0) N— (6-7;i/*n^y*/f-7^-/i/- 

2— f;V) - (2-^na-5--ho7x-/W *;l> 

F 

2-7^y-6-7;l/^P^y^7V~;V0. 3 36 
g % DMA5mLa5tfK2-^on-5--hO$J& 

P U K 0 . 5 2 8 g £ D , %W\ 2 £12* 
J£fcftl\ MEi«{t£*0. 5 1 2 gOUgilfcfifco 

[0 16 8] 'H-NMR (400MHz, DMSO-de ,TMS): <5 (ppm) 7.3 20 
l-7.39aH.ra), 7.80 - 7.88(lH,m),7.94(lH,d,J=8.8Hz), 

7.96(lH,dd,J=3.0, 8.8Hz), 8.40(lH,dd,J=3.0, 8.8H 
z),8.66(lH,d,J=3.0Hz) 

mm\ 7 1) N - ( 4 - x h * i/ ts y V- 
;l/-3— <))/) - (2-^an-5--bo7x-;W 

3 - 7 5 / - 4 -x h * is ii e 7 7-;b 0 . 3 

lOg, DMA5mL^e.mc2-^na-5-xha 
nUFO. 5 2 8 g £ HM'J 2 IcfSWL 
fc£ffifcfi&\ flHEBttfcSftO. 5 7 9 g©gill*# 30 

/Co 

[0 16 9] 'H-NMR(400MHz,DMS0-da,TMS):<5(ppin) 1.2 
9(3H,t,J=7.2Hz), 4.28(2H,q,J=7.2Hz), 6.11(lH,s), 
7.92(lH,d,J=8.8Hz), 8.38(lH,dd,J=2.9, 8.8Hz), 8.66 
(lH,d,J=2.9Hz) 

(^MiJ7 2) N— (5-7x-;Hf7!/-;I/-3-' f 
;W - (2-^PP-5-xhn7xxn/) fcrt/tf+U- 
5F 

3- 75/-5-7xx;l/^v7 , -;l/0. 3 1 8 g> D 
MA5mLft&tfE2-*nn-5--hnSJ&§l** 40 
P »J F 0 . 5 2 8 g X 0 > ^MiJ 2 fciB* Lfc£& 
V\ JgfESWfc^O. 6 3 6 g©ISS*#fco 

[0 17 0] ' H-NMR (400MHz, DMSO-de ,TMS): <5 (ppm) 7.0 
6(lH,s), 7.34 - 7.52(3H,m), 7.87(lH,d,J=8.8Hz) , 7.7 
8(2H,d,J=7.8Hz), 8.32(lH,dd,J=3.0, 8.8Hz), 8.41(1 
H,s),11.28(lH,s) 

mmM7 3) n- (3, 5-v*h*fvv*vy- 

2-^;W - (2-7PP-5-xhP7xx;V) 
^-9-5 F 

2-757-3, 5-^ h^^t°U5^yO. 3 1 0 50 
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g s DMA5mL^?.mc2-^PP-5-xhP^m 
fH^PUFO. 5 2 8 g £ Sii$J 2 ICS* tfe* 
SIEBWfb^JO. 4 9 8 g©SS*f#fc 0 
[0 17 1] ' H-NMR(400MHz,DMS0-d 6 ,TMS): <5 (ppm) 3.5 
8(6H, s), 5.90C1H, s), 7.83(lH,d,J=8.8Hz) , 8.26(1 
H,dd,J=2.7, 8.8Hz), 8.36(lH,d,J=2.7Hz) , 11.38(1H, 
s) 

(mm*) n- (3, 5-y**)Mv$*jy-2 

-yfj\,) - (2-^PP-5-xbn7xx;L') 

2-7U-3, 5-vW/l^U^yO. 2 46 
g N DMA5mL^P>t>lC2-7PP-5-xhP$m 
aUFO. 5 2 8 g £ D ^ ^MU 2 }Cg2fcLfc# 

mci&\ mmmit^o. 1 5 9g©si*<ife. 

[0 17 2] ' H-NMR (400MHz, DMSO-de ,TMS):<5(ppra) 2.2 
5(6H,s), 6.860H.S), 7.80(lH,d,J=8.8Hz) , 8.27-8.3 
3(2H,m), 11.280H.S) 
(^MiJ7 5) N- (5-^PD^^/**^/-;V- 

2- j)V) - (2-7PP-5-xhn7xx;V) ti)]/ 

F 

2 _7^y-5-^DD^yy , ^-9-y > -;l/0. 3 3 6 
g s DMA5mL^?>mc2-^PP-5-xI>P^ft 
P'JFO. 528g=t0s 2 fcffiiJ 
ttEBWfcSftO. 5 8 3 g©IS^t#/co 
[0 17 3] 'H-NMR(400MHz,DMS0-d 6 ,TMS):<5(ppm) 7.3 
5(lH,dd,J=2.2, 8.8Hz), 7.69(lH,s), 7.70(lH,d,J=8.8 
Hz), 7.91(lH,d,J=8.8Hz), 8.37(lH,dd,J=2.2, 8.8Hz), 
8.61(lH,d,J=2.2Hz) 

mmm n- u-;<h*^/w^W7x 

y_ 3 _^;V) - (2-^np-5-xhD7xx;V) 

3- 757-4-7 h^ti)W^)l^t7xy - £51 
ttO. 3 8 6 g, hUx^;V75yO. 3 3 5mL, D 
MA5mLft6tffc2-*OP-5--bn£A«K* 
n y F 0 . 5 2 8 g <fc D > 3«J 2 tciBt t kmKU 

^mmmit^mo. 5 4 6 g©i£nwc 0 

[0 17 4] ' H-NMR (400MHz, DMSO-de ,TMS): <5 (ppm) 3.8 
4(3H,s), 7.92(lH,d,J=8.7Hz), 8.08(lH,d,J=2.9Hz) , 
8.38(lH,dd,J=2.9, 8.7Hz), 8.44(lH,d,J=2.9Hz) , 8.53 
(lH,d,J=2.9Hz), 10.54(lH,s) 
(mm 7 7 ) N - ( 5 -7P*e y = *jy- 2 -4 
)V) - (2-^PP-5-xhP7xX;l/) 
5F 

2-757-5-7P : etfy 5^0. 3 4 8 g, DM 
A5mL^e»mc2-^PP-5-xbP$mtH^P 

y f o . 528g<feo, ^M'J 2 iztmLrcumzu 

i\ flUEiWfl:^*o. 5 4 i g©ISft*#fe. 

[0 17 5] ' H-NMR (400MHz, DMSO-de ,THS): 5 (ppm) 7.8 
4(lH,d,J=8.8Hz), 8.32(lH,dd,J=2.9, 8.8Hz), 8.41(1 
H,d,J=2.9Hz), 8.83(2H,s), 10.65(lH,s) 
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(MimiS) N- (4-^na-6-^^;HfU5^ 

y-Z-^)V) - (2~7PP-5-xFP7xX;l/) 

2-75/-4-£DD-6-*f-;l/t£'J 5$?>0. 2 
87g^ DMA5mLft6tffc2-£na-5-xha 
a UFO. 5 2 8 g £ 0 . HMJ 2 fc|B«L 
fc£8cfcfift\ &iBgWtt:#l&0. 3 3 6 g©*£il*» 

[0 17 6] 'H-NMR (400MHz ,DMS0-d6,TMS):<5(ppi) 2.3 
4(3H,s), 7.31(lH,s), 7.83(lH,d,J=8.8Hz) , 8.31(lH,d 10 
d,J=2.9. 8.8Hz), 8.39(lH,d,J=2.9Hz), 10.67(lH,s) 

mm\7 9) N- [3-A^fXh^>-4, 5, 
6, l-TbyKFu^yV [b] ( 
;W - (2-?pp-5-xFp7xx;1/) iuW^Vr 
5 F 

2-7^/-3-*;I/5Kxh^F^-4, 5, 6, 7-r 
FvtFn^yy [b] ft7i>0. 4 5 1 g. DM 
A 5mLfcS>tf£2-*nn-5--hn£Ji@ffi2n 
UFO. 5 2 8 g £ <3 , sIM'J 2 tfSt L ttmc®. 
V \ fJB § tfHfc£$l 0 . 5 4 4 g (Dffi&mtco 20 
[0 17 7] 'H-NMR (400MHz, DMSO-de ,TMS): <5 (ppm) 1.2 
9(3H,t,J=7.3Hz), 1.70 - 1.82(4H,m), 2.63 - 2.80(4H, 
i), 4.26(2H,q,J=7.3Hz), 7.94(lH,d,J=8.8Hz) , 8.40(1 
H,dd,J=2.2, 8.8Hz), 8.56(lH,d,J=2.2Hz) , 10.65(1H, 
s) 

(Mf#J8 0) N- (3-xFPk 0 Uv>>-2-^;W 
- (2-7PP-5-xbP7xx;l/) 
2-75/-3-xFP£U^0. 2 7 8 g> DMA 
5mLfcStf£ 2-*Bn-5--hn&&#S&*ny 
F 0 . 5 2 8 g <fc D , I»J 2 £&5«Lfc#i£fc:fift\ 30 
{If 3 @ Mk-eflh 0 . 4 0 5 g <D£n fc H£t#7Co 

[0 17 8] 'H-NMR(400MHz,DMSO-d6,TMS):5(ppm) 7.5 
9(lH,dd,J=4.8, 8.1Hz), 7.92(lH,d,J=8.8Hz), 8.32(1 
H,d,J=2.9Hz), 8.39(lH,dd,J=2.9, 8.8Hz), 8.51(lH,d, 
J=8.1Hz), 8.77(lH,dd,J=1.5, 4.8Hz), 11.97(lH,s) 

mmW8l) N— (4, 6-v^nolfy^>*>-5 
— f;W - (2-7pp-5-xFp7xX/1/) #;|/# 
*^5F 

5-7^y-4, Q-i/tUUWO/yO. 3 26 
g, DMA5mL^P.mc2-^Dn-5--hngf, 40 
S^7nUF0. 5 2 8 g£D, mmzmMLtt 
tlsEg^fb^tlO. 4 7 8 g©|g H a B ^#/co 
[0 17 9] ' H-NMR (400MHz,DMS0-d 6 ,TMS):<5(ppni) 7.9 
6(lH,d,J=8.8Hz), 8.35(lH,d,J=2.9Hz), 8.41(lH,dd,J= 
2.9, 8.8Hz), 8.96(lH,s), 11.32(lH,s) 
mm 8 2 ) N - ( 1 - 7 ?)^yXJ 5 £V- 2 - 
- (2-?pp-5-xFp7xx;i,) ivW* 

2-757-1-^ XV 5 £V~;V (7;V F U 
yf-ftffWp, 0. 2 9 4 g, 2. Ommol)*DM 50 
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A (5mL) IC®BU 2-7np-5-~FDSBt 
^7PU F (0. 5 2 8 g, 2. 4mmo 1) %mxz 

(5mL) s 7j< (2 0mL) fcin*., 

ixumomimikefflB (o. 4 3 8 g) mrc 0 n 
zftmmvmtttm (0. 4 3 8 g ) s/y*y 

2:1, V/V) *ffl^T*»§8U ^fBiWfk^ 

(0. 0 4 3 g, W7%) ^#7c 0 

[0 18 0] R f 0. 40(^-9- >:ftB6xf-;l/ t i:i, v/ 
v); 

'H-NMR(400MHz,DMS0-d 6 ,TMS) : <S 3.68 (3H, s), 7.24- 
7.34 (2H, m). 7.53-7.59 (2H, m), 7.80 (1H, d, J=8. 
8 Hz), 8.25 (1H, dd, J=2.9, 8.8 Hz), 8.660H, d, J 
=2.9 Hz); 

MS (EI) m/z: 330 M* ; 
(^Mi]8 3) N- (4, 6-^7PP^U^v ? y-2 
— f;W - (2-7PP-5-xFP7xx;l/) ft/l/tf 
+-9-5F 

2-7^7-4, 6-^^PPtTU^^y (7^FU7 
f-*iTfJfSn a p, 0. 3 2 8 gs 2. Ommol), DMA 
(5mL) ^P,mc2-^PP-5-xFPSf«^ 
PU F (0. 5 2 8 g^ 2. 4mmo 1) fcGSfflL"^ 

lcmm'BA< (5mL),7]<(20mL) ^q^TiC 
/c@{*£3IX U **3«fctf^ V 7°p b°;l/X-r;H?^ 
MffE&LT&fEatfKfc'&to (0. 3 6 3 g, HX^ 
5 2 96) £l#7Co 

[0 1 8 1] Rr 0.61(^-9-y:SHx^, i:i, v/ 
v); 

1 H-NMR (400MHz, DMSO-d. ,TMS) : 8 7.71 (1H, s), 7.85 
(1H, d, J=8.8 Hz), 8.34 (1H, dd, J=2.9, 8.8 Hz), 
8.450H, d, J=2.9 Hz), 12.02 (1H, s); 

MS(EI) m/z: 347 (M + H)* I 
(HMI8 4) N- (5-7"P^-3-xFPl£U>>> 
-2— - (2-7PP-5-xFP7xx;W * 
F 

2 -7^ /- 5 -7a*- 3 -x F P tf U i^y (7/1/ F 
Vy^mmSh, 0. 4 3 6 g, 2. OmmolK D 
MA (5m L) ^P>mc2-^PP-5-xFP$Bf 
^7PU F (0. 6 6 0 g, 3. Ommo 1) 

t, 2 fciB^L fc^t^\ mmrnts^ 

(0. 4 7 7 g, lR$5 9%) Z'mco 

[0 18 2] R f 0. 20(^-9- /Sllflk 2:1, v/ 

v); 

1 H-NMR (400MHz , DMSO-da , TMS) : 8 7.92 (1H, d, J=8.8 
Hz), 8.33 (1H, d, J=2.9 Hz), 8.39 (1H, dd, J=2.9, 
8.8 Hz), 8.80C1H, d, J=2.2 Hz), 8.95(1H, d, J=2.2 
Hz), 12. 10 (1H, s); 
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MS (EI) m/z: 400 if : 
(»J8 5) N- (1, 3, 4-f-7i?7V-2-4 

)V) - (2-^ao-5--hn7x-;W 
5 F 

2-75/- 1, 3, A-^rVTV-h (MMittiffi 
Maa, 0. 2 0 2 g^ 2. Ommo 1) ^ DMA (5m 
L) fc£>mc2-*PP-5-xha£jf,#it*ay F 

(0. 5 2 8 g. 2. 4mmo 1) £jg$LT, HM'J 
2£IH«L;fc£i££ftl\ HESWfb^tl (0. 4 89 
g, iRsfs 8 6%) ^l#/co 10 

[0 18 3] , H-NMR(400MHz.DMS0-d.,TMS) : <5 7.92 (1 
H, d, J=8.8 Hz), 8.39 (1H, dd, J=2.9, 8.8 Hz), 8.6 
5 (1H, d, J=2.9 Hz), 9.31 (1H, s); 
MS (EI) m/z: 284 if; 

8 6 ) N— (2, 1, 3-^yVJ-7i?7V- 
)\/- 4-4)1) - (2-^DD-5--hn7x-;W 

4-757-2, 1, 3-<*yV1-7&7)/-j\/ (MM 
itlMMSh, 0. 3 0 2 g, 2. OmmolK DMA 

(5mL) ft5tffc2-*nD-5-xha£j|l«»* 20 
PU F (0. 5 2 8 g, 2. 4mmo l) fcfflffll/C* 
gMfl2KBHttLfc££fcftV\ «8SgtfKt#fel (0. 
5 6 l g, IR^ 8 4 %) £f#fc 0 

[0 l 8 4] 'H NMRCCDCb , 400MHz,TMS) : 8 7.70 (l 
H, t, J=8.8 Hz), 7.73 OH, d, J=8.8 Hz), 7.80 (lH, 

d, J=8.8 Hz), 8.33 (lH, dd, J=2.9, 8.8 Hz), 8.66 
UH.d. J=8.8 Hz), 8.76 (lH, d, J=2.9 Hz), 9.39 (l 
H, br); 

MS(EI) m/z: 334 if ; 

mmmsi) n- [4- [4- (tert-r^ 30 

#;l/#x;l/75/) 7i-;H 7i-/V] - (2-*P 
n-5--hP7i-;W *;l/#*-9-5H 
4- [4- (ter t-7h^^*^tob75/) 7 
xx;l/] 7-U > (Synth. Commun. , Vo 
l . 2 8, l 9 9 8, 9 6 3) (0. 2 8 4 g, l . 0 
mmo l) > DMA (5mL) &6>tffC2 -*an-5 
-- hnSBSIS^PU F (0. 2 6 4 g, l. 2mm 

o D m%iT, mm2KmmLfcmKm\ m 
mmitsvB (o. 3 3 5 g, mi 2%) £t#fc 0 

[0 l 8 5] 'H-NMR(400MHz,DMS0-d6,TMS) : 8 1.49 (9 40 
H, s), 7.52-7.62(4H, b). 7.65 (2H, d, J=8.8 Hz), 
7.77 (2H, d, J=8.8 Hz), 7.90 OH, d, J=8.8 Hz), 8. 
35 (lH, dd, J=2.2, 8.8Hz), 8.49 (lH, d, J=2.2Hz), 
9.43 (lH, s), 10.77 (1H, s); 
MS(EI) m/z: 467 (M + H)* I 

mmmss) n- [4- u-7*;7x-m 71 

-;W - (2-*DB-5--hD7x-;lO 
•9-5 F- 1»& 

^M!l8 7?«Lfc, N- [4- [4- (tert- 
7F+^#/l^x;i/75/) 7x-;W 7x-;W - 50 
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(2-^PP-5--hP7x-;W *;1/*^5F 
(0. 2 0 0 gs 0. 4 2 7 mmo 1) £ 1 Niifb7j<St 

/i, 4-i/^^y^ (2mD tsare-e, 1® 

3®u l, 4-v ? ^+ , 9-y> x^;l>x~f;l>Ti5fc&U 

fee #6nfeSft*«ffisaitT, mmmitsm 

(0. 1 3 1 gs HX^7 6%) £l#fc 0 

[0 18 6] 'H-NMR(400MHz,DMS0-d6 ,TMS) : 6 7.32 (2 
H, d, J=8.1 Hz), 7.70 (2H, d, J=8.8 Hz), 7.73 (2H, 

d, J=8.1 Hz), 7.81 (2H, d, J=8.8 Hz), 7.91 (1H, 
d, J=8.8 Hz), 8.36 (1H, dd, J=2.9, 8.8 Hz), 8.49 
(1H, d, J=2.9 Hz), 10.85 (1H, s); 
MS(EI) m/z: 367 (M - HC1) + ; 

(.mm 9) N— (6-^PPt°U^7>-2-^ 
;W - (2-^PP-5-xFP7xx;V) 

= F 

3-75/-6-^ppt°u^y (vy^^-m 

Maas 0. 2 5 9 g s 2. Ommo 1) , DMA (5m 
L) t&ZXSK 2 ->?UU- 5 --YW&mmW F 
(0. 5 2 8 g, 2. 4mmo 1) UWi 

2iamircmicm\ mtmitG® (o. 513 

g, W8 2%) ^#/co 

[0 18 7] Rf 0.46Cv^>Mx^;h 2:1. v/ 
v): 

'H-NMR(400MHz,DMS0-d6,TMS) :5 7.90 (1H, d, J=8.8 
Hz), 8.00 (1H, d, J=8.8 Hz), 8.36 (1H, dd, J=2.9, 
8.8 Hz), 8.50 (1H, d, J=8.8 Hz), 8.58 (lH,d, J=2.9 
Hz), 12.10 OH, s); 
MS (FAB) m/z: 313 (M + H)* ; 

emmvo) n-[6- (4-7;v*P^y^;i/) * 

VVf-TV-fr-Z-' 01]- (2-^PP-5-xh 
P7xx;l/) ii'A/$*rVr* F 
6- (4-7^tP^>v'» -2-7S.y^yV^7 
V"-;V (Chem. Pharm. Bui 1. , Vol. 
4 0, 1 9 9 2, 2 0 5 5) (0. 2 5 8 g^ 1. Om 
mo 1) , DMA (5mL) &5tfK2-*PD-5- 
-bnS&SK^nU F (0. 2 6 4 g, 1. 2mmo 

i) *mhx, mmmmbfcmm^\ mm 

BWfta* (0. 3 15 g, 1R*3 6%) ZWco 
[0 18 8] Rr 0.45(^^-9- y:Bm^)V, 2:1, v/ 

v); 

'H-NMR (400MHz, DMSO-de ,TMS) : 8 4.07 (2H, s), 7.12 
(1H, d, J=8.8 Hz), 7.14 OH, d, J=8.8 Hz), 7.30-7. 
36 (3H, m), 7.72 (1H, d, J=8.1 Hz), 7.92 (1H, d, J 
=8.8 Hz), 8.39 OH, dd, J=2.9, 8.8 Hz), 8.64 (1H, 
d, J=2.9 Hz); 

MS (FAB) m/z: 442 (M + H) + I 
(3»J9 1) N- [4- (6-7-feh**>-2, 5, 
7, 8-r hy^-f-JV- A-**V tuiy- 2— 01 
th*y) 7xx;H - (2-^PP-5-xhD7x 
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4- (6-7-feh+^-2, 5, 7, 8-f h7^f^ 

(0. 7 8 7 g^ 2. Ommo 1) > DMA (5m L) 
ft 6tf 2 - * P P - 5 h PgStl^P U F 

(0. 5 2 8 g> 2. 4mmo 1) £f£fflLT, ^SSfJ 
2£§B*Lfc£i£fcft</\ ffl^cDlIlBBWfk^tl (1. 

1 7 g) f#e>nfcs»®*Eiwfl:£W (o. 

6 1 2 g) (5mL) *TM. 5B#W1 

Lfco £Ufc[lH*£3®LT^/-;MCTM^ M 10 
EEiaSLTSIEaWffc^ftl (0. 4 8 6 g, i|X$4 3 

%) ^f#rc 0 

[0189] Rr Q.u(^^ymm^)i. 2:1, v/ 
v); 

' H NMRCCDCls , 400MHz, TMS) : 8 1.52 (3H,s), 2.09 (3 
H,s), 2.13 (3H.s). 2.36 (3H,s), 2.42 (3H,s), 2.71 
(d, 1H. J=16.0 Hz), 3.10 (d, 1H, J=16.0 Hz), 4.03 
(d, 1H, J=10.3 Hz), 4.14 (d, 1H, J=10.3 Hz), 6.93 
(2H, d, J=8.8Hz), 7.53 (2H, d, J=8.8 Hz), 7.65 (1 
H, d, J=8.8 Hz), 7.79 (1H, br), 8.26(1H, dd, J=2. 20 
9, 8.8 Hz), 8.62 (1H, d, J=2.9 Hz); 
MS (FAB) m/z: 567 (M + H) + : 
(&mi9Z) N- [4- (6-tKD^>-2, 5, 
7, 8—fh9^f-;l/-4-**y^DVy-2-' 01/ 
^h*-» 7i-;W - (2-^nn-5--ha7x 

£Mfl9 N- [4- (6-7-th^- 

2, 5, 7, 8-f h7^f;l'-4-^V^n?>- 
Z-^Mh+J') 7x-;I/] - (2-£pp-5-x 
hD7x-;W (0. 3 4 2 g, 0. 6 30 

0 3mmo 1) (6mL) 2 

5w t %th'J7A^ h^^F-^^y-^f^l 

x^^-e^Rtfco mm&K ^x\ mtrnfr-v 
mu mmm+vvtL-vimi, met, mm 

7-74- {f\*rtv ■ ffflUxf-^. 1:1, V/V) * 

ffl^Tfcsu MEiasibTSiaiWfk^i (o. 1 5 

3 g, IK^ 4 8%) fcfffco 

[0 19 0] Rr 0. 48(^-9" y.Silf;!/, i:i. v/ 40 

v); 

'H-NMR(400MHz,DMS0-d 6 ,TMS) : <5 1.40 (3H,s), 2.05 
(3H,s), 2.15 (3H,s),2.44 (3H,s), 2.69 (d, 1H, J=l 
6.1 Hz), 3.00 (d, 1H, J=16.1 Hz), 4.09 (d.lH, J=l 
0.3 Hz), 4.13 (d, 1H, J=10.3 Hz), 6.97 (2H, d, J= 
8.8 Hz), 7.60 (2H, d, J=8.8 Hz), 7.88 (1H, d, J=8. 
8 Hz), 7.92 (1H, br), 8.33 (1H, dd, J=2.9, 8.8 H 
z), 8.44 (1H, d, J=2.9 Hz), 10.57 (1H, s)I 
MS (FAB) m/z: 525 (M + H)* ; 
(HMIJ9 3) N- [4- [4- (*$yX)l*=-)W 50 
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5/) 7x-/W 7xx;V] - (2-?PP-5-xF 
D7x-;W *;l/m^F 

mm8 8vwtircN- [4- (4-7 = ;7i- 

;W 7x-;W - (2-*nn-5-~hB7x-;W 

F • 1 ttWfi (0. 4 0 4 g, 1. Omm 
0 1) £DMA (5mL) KjgllPU HJxf-;l/75y 
(0. 2 7 9mL, 2. Ommo 1 ) , 2 * 
;l/^D'j F (0. 1 16mL, 1 . 5mmo 1 ) £iP*. 
T X 5 L fco fcfcmmc ffi Pfif * ( 4 

mL) , 7j< (2 OmL) > ffSx^;V (2 OmL) £ijQ 
£ttfc*»**3©U 7j<fcit;^v7aU 0 ;Vx 

-ta^« mmmimmmittityi (o. 23 

8 g, 5 3%) fcilfco 

[0 1 9 1] Rf 0.51(^^^y^PU K:**A-;1/. 
7:1, v/v); 

'H-NMR(400MHz,DMSO-d6,TMS) : <5 3.02 (3H, s), 7.30 
(2H, d, J=8.8 Hz), 7.66 (2H, d, J=8.8 Hz), 7.68 (2 
H, d, J=8.8 Hz), 7.79 (2H, d. J=8.8 Hz), 7.91 (1H, 
d, J=8.8 Hz), 8.35 (1H, dd, J=2.9. 8.8 Hz), 8.49 
(1H, d, J=2.9Hz), 9.83 (1H, s), 10.80 (1H, s); 
MS (FAB) m/z: 446 (M + H)* I 
(*»J9 4) N- [4- [4- (4-h;l'X>X^ 
x/l/75/) 7xx;l/] 7x-;H - (2-*nn-5 
-xhP7xx;W *;I/**-9-5H 
mM8 8H9mi1tU- [4- (4-7577xX 
)V) 7xx;V] - (2-^PP-5-xhP7xX;V) 
*;l/#*-9-5F» lttfflfc* (0. 4 0 4 g, 1. Omm 
o 1) £DMA (5mL) fcSIPU hUxfvl/7^ 
(0. 2 7 9mL, 2. Ommol), 4-WUxyx 
McWn'J F (0. 2 8 6 g^ 1. 5mmol)£ 

mxmuicxt. $mtm\stco wmw^mm. 

f* (4mL) „ 7j< (2 OmL) fcjta*., S&fcSHtX?- 
;H20mL) *inA»«Ufc. W«ffl^7kfiSK^F 

U7A-eia«u 1st, mmzbtco mnm 

mm U M8&Xf*M 7 7p tr;l/x-r;VT?JJfe^ 
Mffi^tTt;!BBWfk^ (0. 3 6 5 g, 7 0%) 

[0 19 2] ' H-NMR(400MHz,DMS0-d6 ,TMS) : 8 2.34 (3 
H, s), 7.17 (2H, d, J=8.8 Hz), 7.36 (2H, d, J=8.8 
Hz), 7.55 (2H, d, J=8.8 Hz), 7.61 (2H, d, J=8.8 H 
z), 7.69 (2H, d, J=8.8 Hz), 7.75 (2H, d, J=8.8 H 
z), 7.90 (1H, d, J=8.8 Hz), 8.35 (1H, dd, J=2.9, 
8.8 Hz), 8.48 (1H, d, J=2.9 Hz), 10.34 (1H, s), 1 
0.77 (1H, s); 

MS (FAB) m/z: 522 (M + H) + ; 

mmmQs) n- [4- [ &v*i?>-2-<(M 

75yx;V*x;W7xx;V] - (2-2UO-5-- 
FP7xx;b) *;l/#*U-5H 
X;K77iW> (7;l/FU-y^±m» 0. 2 50 
, 1. Ommo 1) , DMA (9mL) ft£>tf£2- 
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*no-5--hn£&t»*ay K (0. 2 6 4 g, 
1. 2mmo 1) fcttJBLT, *M>J2£fE«Lfc££ 

t»\ Msaem^ti (o. 2 o 8 g, 8%) 

[0 19 3] Rr 0.07( / N*-9-^:BF»xf-;l/, i:i, v/ 
v); 

, H-NMR(400HHz,DMSO-d..THS) -8 7.06 (1H. t, J=5.1 
Hz), 7.87 (2H, d, J=8.8 Hz), 7.90 (2H, d, J=8.8 H 
z), 8.01 (2H, d, J=8.8 Hz), 8.36 (1H, dd, J=2.2, 
8.8 Hz), 8.51 (2H, d, J=5.1 Hz), 8.52 (1H, m), 11. 10 
09 (1H, br), 11.76 (1H, br); 
MS (FAB) m/z: 434 (M + H) + ; 

mmn 9 6) n - [ 4 - (*77-;i/- 2 - 4 ;w 7 

5/x;l/*-;W7x-;l'- (2-^ap-5--Fo 

4- [ (^7V-;l/-2-^;W 75/x;V*~;K! 7 
7 ^;l/7^y (^;l/^ttffio a p, 0. 5 1Qg, 2. 0 
mmo 1) , DMA (5mL) ft&tffc 2 -^Pn- 5 
--bagjRSR^nU H (0. 5 2 8 g^ 2. 4mm 
o 1) fcffiJBLT, *WJ2tC|3tt^j*»\ H 20 
8El*Kb&ftl (0. 8 4 3 g, lR*9 7 %) £t#fc 0 
[0 19 4] Rr 0.58(^Uy^oU K: 
7:1, v/v); 

' H-NMR(400MHz,DMS0-d 8 ,TMS) :5 6.84 (1H, d, J=4.4 
Hz), 7.26 (1H, d, J=4.4 Hz), 7.84 (4H, ■). 7.90 (1 
H, d, J=8.8 Hz), 8.35 (1H, dd, J=2.9, 8.8Hz), 8.51 
(1H, d, J-2.9 Hz), 11.04 (1H, s); 
MS (FAB) m/z: 439 (M + H)' ; 

mmn9i) n- [4- (4, s-vtf-fr**^/ 

to-z-JM 75/x;i/*-/W 7x-;V- (2-7 30 
tJB-5--bn7x-/W */l/#*-9-5H 
4- [ (4, 5 -s?**;b**l^//V-2--f;W 75 
yx;^fs-;W 7-U> (^VftrtM, 0. 534 
g, 2. Ommo 1) , DMA (5mL) *6tfK2- 
^nn-5--ho^mt®^oU F (0. 5 2 8 g, 
2 . 4 mm 0 1 ) LT, MM® 2 KSHfil/fc^S 

immit&fo (0. 7 6 3 g, HX$8 5%) 

[0 19 5] R f 

7:1, v/v); 4 ° 
1 H-NMR(40OMHz,DMS0-de,TMS) : <5 1.95 (3H, s), 2.06 
(3H, s), 7.83(2H, d,J=8.8 Hz), 7.87 (2H, d, J=8.8 
Hz), 7.91 OH, d, J=8.8 Hz), 8.36 (1H, dd, J=2.9, 
8.8 Hz), 8.52 (1H, d, J=2.9 Hz), 11.02 (1H, s), 1 
1.78 (1H, s); 

MS (FAB) m/z: 451 (M + H) + ; 
mm\9S) N- [ [4- (2, 6-^^Vt°U5 

*jy-4-4)V) 75/x;i/*-;W7x-;W -(2- 
^pn-5--hP7x-;W 

7s)\>7 j v 5 yy mmwmm, o . 2 7 s g , k 
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1. Ommo 1) > DMA (2. 5mL) &6tflC2- 
*au-5--hngJ&S»*a'J F (0. 2 6 4 g, 
1. 2 mmo 1) «BLT, gMfl2Ef3*Uc£i£ 
HaBiWft^tl (0. 0 5 4 g, HX^l 2%) 

[0 19 6] Rf 0.55(^b>^n'J F:^/-^, 
7:1, v/v); 

'H-NMR(400MHz,DMS0-de,TMS) : 8 2.28 (3H, s), 2.36 
(3H, s), 7.82-7.94(6H, a), 8.35 (1H, dd, J=2.9, 8. 

8 Hz), 8.51 OH, d, J=2.9 Hz), 11.03 (IH.s); 
MS (FAB) m/z: 462 (M + BO* ! 

WJ9 9) N- [[ (5 V*^A-/l/ 
-3-4 )V) 75/X;l/*-;W7x-;V] -(2-*a 
d-5- - Fn7x— ;W *;1/#*"9"5K 
X)]/7 7*h*W-b (mitJ$mM&, 0. 2 5 
3 g, 1. Oramol), DMA (2. 5mL) fc&tf 
lc2-*na-5--hagJ&£»*ay F (0. 26 
4g, 1. 2 mmo 1) *ffiffltT, *SWW2fcE*b 
SlfElWffc^l (0. 3 2 5 g, UX$7 

4%) fcUfco 

[0 19 7] R f 0.70(^^U>^uU F:**/-^. 
7:1, v/v); 

1 H-NMR(400MHz,DMS0-d 6 ,TMS) : <5 2.30 (3H, s), 6.16 
(1H, s), 7.85-7.92 (5H, ■), 7.91 (1H, d, J=8.8 H 
z), 8.36 (1H, dd, J=2.9, 8.8 Hz), 8.53 ClH.d. J=2. 

9 Hz), 11.14 (1H, s), 11.40 (1H, s); 
MS (FAB) m/z: 437 (M + H)' ! 

(f«Jl 0 0) N-[4- [ — 

75/x;V*-;W7x-;W -(2-?no-5--F 

X/I/7-f V 5 i» GfcjjCffcjraSSu 0 . 2 7 8 g > 
1. Ommo 1) , DMA (2. 5mL) &6tf£2- 

tUU-5-=-humm / 7W F (0. 2 6 4 g, 
1. 2 mmo 1) £$fflLT, Wij2tc!BfcL/c7a& 

fcti£V\ HflEIWfcSft (0. 4 0 8 g, 1K$9 4%) 

mrco 

[0 19 8] Rf 0.570^1^7 ay F:**7-;k 
7:1, v/v); 

1 H-NMR(400MHz,DMS0-d6 ,TMS) : 8 6.88 (1H, m), 7.15 
(1H, d, J=8.8 Hz), 7.72 (1H, ddd, J=1.5, 8.8, 8.8 
Hz), 7.84 (2H, d, J=8.8 Hz), 7.90 (2H, d,J=8.8 H 
z), 7.90 (1H, d, J=8.8 Hz), 8.03 (1H, m), 8.35 (1 
H, dd, J=2.9, 8.8 Hz), 8.51 (1H, d, J=2.9 Hz), 11. 

03 (1H, s); 

MS (FAB) m/z: 433 (M + H)* ; 
WJl0 1)N-[4-[(5-^-[l, 3, 

4 ] f-7^7 2 -A)V) 75/ 7 x 
-;l / ]_(2-^DO-5--M37x-;W tDVXtt 
5F 

i X^77^f^/KM«« 0. 27 Og. 
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1. Ommo 1) , DMA (2. 5mL) &6tffc2- 
t?uu-5--hu&Mg&iruV F (0. 2 6 4 g, 

1. 2mmo 1) fcttffll/T, f«J 2 £sB* Lfc£& 

kw<\ mim<k&to (o. o 6 o g , m 1 3%) 

[0 19 9] Rr 0.47(/^by^P'J F:/*/-^, 
7:1, v/v); 

1 H-NMR(400MHz,DMS0-d6 ,TMS) : <S 2.46(3H, s), 7.81 
(2H, d, J=8.8 Hz), 7.86 (2H, d, J=8.8 Hz), 7.91 (1 
H, d, J=8.8 Hz), 8.36 (1H, dd, J=2.9, 8.8 Hz), 8.5 10 
1 (1H, d, J=2.9 Hz), 11.07 (1H, s); 
MS (FAB) m/z: 454 (M + H) + ; 
(.mm I 0 2) N-[4- [ (6-^nat£U^y 
-3— f/W 75/x;I/*-;W7x-;i/] -(2-*o 

X^y^DPeU^V (5/^vttTti|ga, 0. 2 8 
4 g, 1. Ommo 1) , DMA (2. 5mL) %<bXf 
£2-*an-5--Fn£Hff88*ny K (0. 26 
4g, 1. 2mmo 1) £ffifflLT, ^MiJ2^fH«(L 

flfBgWft^ (0. 4 5 4 g, 1R^9 20 

7 %) *Hfc„ 

[0 2 0 0]Rf 0.54(/^Uy?Py F:/*/-^, 
7:1, v/v); 

' H-NMR(400MHz, DMSO-de JMS) : <5 7.77-7.97 (7H, m, J 
=8.8 Hz), 8.36 OH.dd, J=2.9, 8.8 Hz), 8.51 (1H, 
d, J=2.9 Hz), 11.11 (1H, s); 
MS (FAB) m/z: 468 (M + H) + ; 

mmw\ 03) n-[4- [ (iH—fyw-fr- 

6— OW 73/x>l/*-;l/]7x-;W -(2-^pp 

-5--hD7i-/W 30 
4- [ (6—Ty^VV/l/) 75/X/l/*w/W r-U 
y (7;b H U 7 ^ttmin H p> 0 . 2 8 8 g , 1 . Omm 
0 1) > DMA (2. 5mL) ft&tffc2-*Pn-5 
-- hngAffS^uy H (0. 2 6 4 g, 1. 2mm 
0 1) HMiJ2tC|alL/c^K^V\ ft 

ISiWfk^ (0. 4 5 4 g, m9 7 %) *#fe 0 

[0 2 0 1] Rr ojic/f-u^py f:/#/-;v, 
7:1, v/v); 

'H-NMR(400MHz, DMSO-de JMS) : 8 6.90 (1H, dd, J=2. 

2, 8.8 Hz), 7.27(lH,d, J=2.2 Hz), 7.61 (1H, d, J= 40 
8.8 Hz), 7.79 (2H, d, J=8.8 Hz), 7.82 (ZH.d. J=8.8 

Hz), 7.88 (1H, d, J=8.8 Hz), 7.94 (1H, s), 8.34 
(1H, dd, J=2.9,8.8 Hz), 8.50 (1H, d, J=2.9 Hz), 1 
0.38C1H, s), 11.05 (1H. s); 
MS (FAB) m/z: 472 (M + H) + ; 

mm\ni 04) n-[4- t o, 

-(2-^PP-5--hP7x-;W ^/l^+tUF 
x;V77^v^^v"-;V ('>^tt*IRS, 0. 267 
g, 1. Ommo 1) , DMA (2. 5mL) ^^tffc 50 
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2-*OP-5-~ho£B*S*a | JK (0. 26 4 
g , 1 . 2 mm o 1 ) *m LT> HM'J 2 [C|B« Ufc 
WElfflbfc* (0. 3 6 4 g, 1R$8 1 

%) *nrc 0 

[0 2 0 2] R f 0.41W l^PU F:/#/~/k 
7:1, v/v); 

1 H-NMR (400MHz, DMSO-de ,TMS) 1.68 (3H, s), 2.10 
(3H, s), 7.79 (2H, d, J=8.8 Hz), 7.91 (2H, d, J=8. 
8 Hz), 7.91 (1H, d, J=8.8 Hz), 8.36 (1H, dd, J=2. 
9, 8.8 Hz), 8.56 (1H, d, J=2.9 Hz), 11.15 (1H, s); 
MS (FAB) m/z: 451 (M + H)* ; 

mmmio5) n-[4- [ (5-/F4^ey^y 

y-Z-JiV) 75/x;l/*-;W7x-;W -(2-* 
pp-5--bP7x~;W A;b*>+t-5F 
x;V77^f-;k (->^» a p> 0. 2 8 0 g, 
1. Ommo 1) , DMA (2. 5mL) fc&tffc2- 
^pp-5--hP^Stit^Py F (0. 2 6 4 g, 

1 . 2 mm 0 1 ) LT, %NNM 2 KKttbfctfS; 

\z\iw wmm&fo (0. 3 7 7 g, UX^9 7 %) 

[0 2 0 3] Rf 0.71(^l^PU f;/*/-^, 
7:1, v/v); 

' H-NMR (400MHz, DMSO-de JUS) : <5 3.80 (3H, s), 7.87 
(2H, d, J=8.8 Hz), 7.91 (1H, d, J=8.8 Hz), 7.98 (2 
H, d, J=8.8 Hz), 8.30 (2H, s), 8.36 (1H, dd, J=2. 

2, 8.8 Hz), 8.52 (1H, d, J=2.2 Hz), 11.09 (1H, s), 
11.46 (1H, br); 

MS (FAB) m/z: 464 (M + H) + ; 
(IWJ10 6) N-[4- (75^/75/7^*- 
/I/) 7x-;V]-(2-^PP-5--FP7x-;W # 
F 

W77 97-Vy ^yf^WM^ 0. 2 1 4 g. 
1. Ommo 1) , DMA (2. 5mL) ft5tflC2- 
^DP-5--FD$Hff»^Dy F (0. 2 4 2 g, 
1 . 1 mm 0 1 ) LTs 2 Kfi*Lfc£i£ 
k:t£v\ «H5iWfl:£tt (0. 2 8 0 g, iK$7 0%) 

[0 2 0 4] Rr 0.24(/^l^PU F:/£/-/k 
7:1, v/v); 

' H-NMR (400MHz, DMSO-de ,TMS) : 5 6.70 (4H, br), 7.77 
(2H, d, J=8.8 Hz), 7. 81 (2H, d, J=8.8 Hz), 7.91 (1 
H, d, J=8.8 Hz), 8.36 (1H. dd, J=2.2, 8.8Hz), 8.51 
(1H, d, J=2.2 Hz), 10.98 (1H, s); 
MS (FAB) m/z: 398 (M + H) + ; 
(MMM 107) N - [ 4 - (7W7 5 / # ;!/#-;!/ 
75/x;i/*-;W 7x-/H-(2-^pp-5--F 
D7x-;W F 
1 3 -X;b7 7-;W ;l/7 ^7 (7/1/ F U y 

^±rfj»p n o, 0. 271g, 1. Ommo IK DMA 
(2. 5mL) ^F,mc2-^PP-5--hP^mt 
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»*D'JK(0. 2 6 4 g, 1. 2mraol) ML 

(0. 3 4 6 g, m7 6%) £f#fc 0 
[0 2 0 5] Rr 0.24(^^l/y^DU F:**A-;l'. 
7:1, v/v); 

'H-NMR(400MHz,DMS0-da ,TMS) : <5 0.82 (3H, t, J=7.3 
Hz), 1.18 (1H, ■). 1.31 OH, a), 2.94 (1H, a), 6.4 

4 (1H, b), 7. 90-7.93 (5H, ■), 8.36 (1H, dd,J=2.8, 
8.8 Hz), 8.54 (1H, d, J=2.8 Hz), 10.48 (1H, br), 1 
1.12 (1H, s); 10 
MS (FAB) m/z: 455 (M + H)* ; 

(M#iJl0 8) N- [4- [ (2-7x-;l/- (2 
H) -£77-/1/- 3-' f;W 75yx;i/*-/W7x 
-;i/]-(2-^DO-5--ha7x-;W #;l>#*-fr 

5 F 

x;l/7 7 7xt7-;b (i/^tfK, 0.314 
g, 1. Ommo 1) , DMA (2. 5ml) ft&tffc 
2-*nn-5--hn£A#»*aU F (0. 264 
g, 1. 2mmo 1) *^fflLT, J»iJ 2 (CgEicL/c 

WKBttfc^ft (0. 4 2 8 g, 1K$8 6 20 

%) £t#7Co 

[0 2 0 6] Rr 0.63O^U^P'J F:**/-;V, 
7:1, v/v); 

' H-NMR(400MHz,DMS0-de ,TMS) : <S 5.89 (1H, d, J=1.8 
Hz), 7.40 (1H, ■), 7.48 (4H, m), 7.59 (1H, d, J=l. 
8 Hz), 7.69 (2H, d, J=8.8 Hz), 7.85 (2H, d, J=8.8 
Hz), 7.93 (1H, d, J=8.8 Hz), 8.37 (1H, dd, J=2.9, 
8.8 Hz), 8.560H, d, J=2.9 Hz), 11.13 (1H, s); 
MS (FAB) m/z: 498 (M + H)* ; 
(HMIJ109) N- (4-7x-;V-5— fh7T'> 30 
;l/f-77-rt/- 2-^10 -(2-^aa-5--ha 
7x-;l0 

2-7^/-4-7x-;l/-5— T YyTfJVf-yV— 
)]/ (7;bFU yf4ir|5fSn a q> 0. 3 7 3 g, 1. Omm 
0 1) , DMA (2. 5mL) ft&tffc2-*nP-5 
-~Yu%mmuV F (0. 2 6 4 g, 1. 2mm 

0 D mmhx, mm2\mM.bkm\'^\ m 
tmmt^ (0. 3 1 1 ir$5 6%) *nrco 

[0 2 0 7] Rr 0.59(^-9-y«^xf-;P, 3:1, v/ 

v); 40 

'H NHRCCDCls . 400MHz, TMS) : 8 0.88 (3H, t, J=7.3 H 
z), 1.10-1.47 (lOH.m), 1.71 (2H, m), 2.85 (2H, t, 
J=7.8 Hz), 7.16-7.28 (5H, m), 7.33 (1H, d, J=8.6 H 
z), 8.05 (1H, dd, J=2.7, 8.6 Hz), 8.07 (1H, d, J= 
2.7 Hz); 

MS (FAB) m/z: 566 (M + H) + ; 
(MMWl 10) N— (5-7x-;l/-[l, 3, 4]^ 
7^77-/1/- 2 ->C;W - (2-^na-5--ho 
7i-/W Ail/^t^ F 

2-757-5-7x-;b- 1 , 3, 4-fT^77- 5C 
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;l/ • Wm& (7)1 F U «y ftffifp, 0 . 1 7 7 g , 
1. Ommo 1) , DMA (2. 5mL) fc&tflC2- 
^nD-5-r.hD^If^^n'J F (0. 2 6 4 g, 

1. 2mmo 1) *^fflbT> ^M'J2 t|2«L/c75i* 
K»\ tI!S@Wfb^ft (0. 1 4 1 g, 1R*3 9%) 

fcUfco 

[0 2 0 8] Rf 0.59(^-9->*fli^V, 3:1, v/ 

v); 

'H-NMR(400MHz,DMS0-de,TMS) : <5 7.56 (3H, a), 7.93 
(1H, d, J=8.8 Hz), 8.01 (2H, a), 8.40 (1H, dd, J= 
2.9, 8.8 Hz), 8.68 (1H, d, J=2.9 Hz); 
MS (El) m/z: 360 i* ; 
(ilil 1 1) N- [4- (3, 4-^7MD7i 

-;W f-77-;V-2-^;W - (2-^dd-5-~ 
hD7x-;I/) 

2-7^7-4- (3, 4-$>7/l/*P7x-/l/) f-7 
7-/1/ W>T7y'yS^ttUIRft, 0. 2 1 2 g. 1. 0 
mmo 1) , DMA (2. 5mL) ft6tffc2-*nu 
-5--hngJ&§»*ny F (0. 2 6 4 g, 1. 2 
mmo 1) fcffifflLT, sWJ 2 £|21L fc£ri« 

i\ mieattfk^* (o. 3 6 1 g^ i&$9 1 %) £i# 

[0 2 0 9] Rf 0.43(^^y:ffF^x^;V, 3:1, v/ 
v); 

'H-NMR(40OMHz,DMS0-de,TMS) : <5 7.52 (1H, ddd, J=2. 

2, 8.8, 8.8 Hz), 7.79 (1H, a), 7.88 (1H, s), 7.91 
(1H, d, J=8.8 Hz), 7.94 (IH, ddd, J=2.2, 2.2, 8.8 
Hz), 8.38 (IH, dd, J=2.9, 8.8 Hz), 8.61 (IH, d, J= 
2.9 Hz); 

MS(EI) m/z: 395 M* I 

mmi\ 12) n- [3- (2-^^;i/tru55?>- 

4->f/W 7x-;W - (2-?nn-5-~hn7x 

4- (3-73/7x-/W -2-7^/H£U5>>> 
(^^7U-y^±TOa n n> 0. 1 8 5 g. 1. Ommo 
1) , DMA (2. 5mL) 2 -*nn- 5 - 

-haS*§8^oU F (0. 2 6 4 g, 1. 2 mmo 
1) %$fflLT, £MB2£IE«Lfc#fcfc:ftV\ Ulia 

gwft^ (o. 1 9 8 g^ 2%) %nrc 0 

[0 2 10] Rf 0.06(^^>:Sttx^, 3:1, v/ 
v); 

'H-NMR(400MHz,DMS0-de,TMS) :5 2.69 (3H, s), 7.57 
(IH, dd, J=8.1, 8.1Hz), 7.84 (IH, d, J=5.1 Hz), 7. 
90-7.96 (3H, a), 8.36 (IH, dd, J=2.9, 8.8Hz), 8.53 
(IH, d, J=2.9 Hz), 8.54 (IH, a), 8.78 (IH, d, J= 
5.9 Hz), 10.94 (IH, s); 
MS(EI) m/z: 368 M* : 

(Mmm 1 13) n - [ 4 - c*;i/# u y- 4 ->f ;w 

7x— ;W - (2-#pn-5-— hn7x— ;W A/b 
#+■9-5 F 
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N- (4-75/7xX/l/) tM'Jy WJVvV 
*±rf«n> 0. 1 7 9 g, 1. Ommo 1) , DMA 
(2. 5mL) *e)tft2-^an-5--hDgJ6S 
if^DDMO. 2 6 4 g, 1. 2mmol)*ffifflb 

(0. 2 8 8 g, IW8 0%) Zffiz* 
[0 2 1 1] Rf 0.06(^*^>:SHtxf-;l/, 3:1. v/ 
v); 

l H-NMR(400MHz > DMS0-d 6 ,TMS) : 5 3.08 (4H, t, J=4.8 
Hz), 3.74 (4H, t, J=4.8 Hz), 6.96 (2H, d, J=8.8 H 10 
z), 7.57 (2H, d, J=8.8 Hz), 7.88 (1H, d, J=8.8 H 
z), 8.32 (1H, dd, J=2.9, 8.8 Hz), 8.42 (1H, d, J= 
2.9 Hz), 10.49 (1H, s); 
MS(EI) m/z: 361 M* I 

mmmi 1 4) n- [4- (^ys^-i-^/w 

7x-;H - (2-£pp-5-xFp7xx/W 

N— (4-75/7xXrt/) k°^U^> W7Vy*J 
ttrtilp p p, 0. 1 7 6 g^ 1. Ommo IK DMA 
(2. 5mL) fcfctf^-^nD-S-xha&ilg 20 
K*BUF(0. 2 6 4 g, 1. 2mmol)%ffifflL 

(0. 2 4 9 g,.W6 9%) ftWco 

[0212] Rr QM(^^y.mm^)i, 3:1, v/ 
v); 

' H-NMR (400MHz, DMSO-de.TMS) : <5 1.55 (2H, m), 1.62 
(4H, m), 3.10 (4H, t, J=5.6 Hz), 6.94 (2H, d, J=9. 
1 Hz), 7.54 (2H, d, J=9.1 Hz), 7.88 (1H, d, J=8.8 
Hz), 8.33 (1H, dd, J=2.8, 8.8 Hz), 8.41 (1H, d, J= 
2.8 Hz), 10.42C1H, s): 30 
MS(EI) m/z: 359 M* ; 

(MMMl 1 5) N- (4-x^75/7i^W - 
(2-^Dn-5--ho7x-;W h* l 

HMIJ5 8«ib/cN- (4-75/7x^/1/) - 
(2-^no-5--ho7x-;W fc/l/jfrt-tf? F • 
lttttttCO. 5 8 3 g, 2. Ommol) W^/- 
/WlOmL) i/7/7|<^t*7^FU 
7 A (2 5 lmg, 4. Ommo 1) fe<tt57-fe F7/1/ 
ft F (0. 2 2 4mU 4. Ommo 1) £411* TO 40 

m^x3omniko mmmc* (2 0mu , m 

fflSf7j< (lmL) £to*> £DfcWft«3ttU * 

/I/, 3:i-i:i, V/V) £ffl^T»SU flfEg 
KKt^fel (0. 2 6 3 g, IR$4 1 %) %f#7c 0 
[0 2 1 3] R f 0. 38Cv^7- y«Hx^/l/, i:i, v/ 

v); 

'H NMRCCDCh , 400MHz, TMS) : 5 1.27 (3H, t, J=7.3 H 50 
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z). 3.17 (2H, q, J=7.3 Hz), 6.62 (2H, d, J=8.8 H 
z), 7.41 (2H, d, J=8.8 Hz), 7.64 (1H, d, J=8.8 H 
z), 7.66 OH, br), 8.24 (1H, dd, J=2.2, 8.8 Hz), 
8.60 (1H, d, J=2.2Hz); 
MS (FAB) m/z: 319 M* ; 
(MWll 16) N— [4- (4-h/l/XVX/l/^x/l/ 
75/) 7xX/l/] - (2-/PP-5-~hP7x- 

»J5 8T«tfcN- (4-75/7xX;l/) - 
(2-^DD-5-xhP7xx;l/) F • 

lttfttt (0. 29 1g, 1. Omraol), DMA 
(5mLK FUx^/I/75> (0. 2 0 9mL, 1. 

5mmo IK 4-h/l/xyX/l/^x/l/^aU F (0. 

2 8 6 g, 1. 5mmo 1) ^tfflLT, ^MiJ3 6t 

tB«Lfc££lCftl\ SfBgWfb^ (0. 2 4 9 g, 

W2 9%) £t#fc 0 

[0 2 14] Rf 0.64(/^I^pU F:/#/-/k 
7:1, v/v); 

' H-NMR (400MHz, DMSO-de, TMS) : <5 2.35 (3H, s), 7.08 
(2H, d, J=8.8 Hz), 7.35 (2H, d, J=8.8 Hz), 7.54 (2 
H, d, J=8.8 Hz), 7.63 (2H, d, J=8.8 Hz), 7.87 (1H, 

d, J=8.8 Hz), 8.32 (1H, dd, J=2.9, 8.8 Hz), 8.42 
(1H, d, J=2.9Hz), 10.14 (1H, s), 10.63 (1H, s); 
MS (FAB) m/z: 446 (M + H)* I 

(.mm I 1 7) N- (4-7-fe^/l/75/7xX/W 
- (2-^na-5-xha7xx/l/) A/W^F 
»IJ5 8T«L/cN- (4-75/7x^/1/) - 

(2-^nu-5-xhP7xX/l/) *;I/*+U-5K» 
(0. 2 9 1 g, 1. Ommo 1) » DMA 

(3mL) , 7-fe^/b/PU F (0. 0 7 8mU 1. 

immo 1) zmLXs mmwtsMifcmicu 
\i\ mimit&fo (0. 2 5 5 g, mi 6%) m 

[0 2 15] Rf 0.54(/^1/^pU K:^^/-;K 
7:1, v/v); 

'H-NMR(400MHz,DMS0-da,TMS) : 8 2.04 (3H, s), 7.57 
(2H, d, J=8.8 Hz), 7.62 (2H, d, J=8.8 Hz), 7.89 (1 
H, d, J=8.8 Hz), 8.33 (1H, dd, J=2.9, 8.8Hz), 8.44 

(1H, d, J=2.9 Hz), 9.95 (1H, s), 10.63 (1H, s); 
MS (FAB) m/z: 334 (M + H)* I 

mmmi l 8) N- [4- (4-7-fe?-/V75/7x 
x;W 7x-/W - (2-^PP-5-~FP7x^ 
/W F 

^»j8 8T«bfcN- [4- (4-75/7x~ 
}V) 7i-/W - (2-^PP-5-xhP7xX/l/) 
*;I/#*-9-5F- ltttttt (0. 3 0 3 g, 0. 7 5m 
mo 1) » DMA (4mL) , FUx^/l/75> (0. 
6 2 7mL, 4. 5mmo 1) » 7tfWP ! JF 
(0. 117mU 1. 6 5mmol) ^fffll^ i 
^j2fc§aSLfc£i£KftV\ ftliElWftSft (0. 2 
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6 3 IR*8 6%) *ffic 0 
[0 2 16] Rr Q.35(**l/y?W) K:* 

7:1, v/v); 

1 H-NMR (400MHz, DHSO-da ,TMS) -8 2.07 (3H. s), 7.62 
(2H, d, J=8.8 Hz), 7.67 (2H, d, J=8.8 Hz), 7.67 (2 

H, d, J=8.8 Hz), 7.78 (2H, d, J=8.8 Hz), 7.91 (1H, 
d, J=8.8 Hz), 8.35 (1H, dd, J=2.9, 8.8 Hz), 8.49 
(1H, d, J=2.9Hz), 10.02 (1H, s), 10.78 (1H, s)I 

MS (FAB) m/z: 410 (M + H)* ; 

mmni 1 9) n- u-^yy^iw^six.- 10 

/V) - (2-*DD-5--hB7x-/W iuW^ 

mmswmhKK- (4-75/7i-;w - 

(2-^an-5--hP7x-;b) a/l/jjfcMJ-S K • 
lttSKtt (0. 29 1 g, 1. Ommo IK DMA 
(3m L) , ^y^MfrtuV F (0. 128mL, 

I . 1 mm 0 1 ) fcfcffl LT> f»] 2 £!2«Lfc£& 
fcffr\ «iBI«ft^ft (0. 3 1 7 g, W8 0%) 

[0 2 1 7] Rf 0.67(^b>^aU 20 
7:1, v/v); 

1 H-NMR (400MHz, DMSO-de.TMS) : <5 7.50-7.63 (3H, m). 
7.69 (2H, d, J=8.8 Hz), 7.79 (2H, d, J=8.8 Hz), 7. 
90 (1H, d, J=8.8 Hz), 7.97 (2H, d, J=8.8 Hz), 8.34 

(1H, dd, J=2.9, 8.8 Hz), 8.47 (1H, d, J=2.9 Hz), 
10.28 (1H, s), 10.70 (1H, s); 
MS (FAB) m/z: 396 (M + H) + ; 

(^fiWMl 2 0) N- [4- (4-^>VV;l/75y7 

x~;W 7x-/W - (2-^na-5--ha7x- 
;W F 30 

3M88T«LfcN- [4- (4-75/7x- 

;W 7x-;W - (2-^up-5--hD7x^;W 
F • IMS (0. 3 0 3 g^ 0. 7 5m 
mo 1) > DMA (3mL) , HJxf-;l/75> (0. 
3 14mL, 2. 2 5mmo 1) , tyMfrtuV F 

(0. 0 9 6mU 0. 83mmo 1) fcttfflLT, ^ 
$^J2KfB«Lfc£8fc:t£l,\ ffiiBSKKL^BJ (0. 3 

1 2 g, 1K^8 8%) £f#fc 0 

[0 2 18] Rr 0.73(^l^O>J K:* 
7:1, v/v); 40 
'H-NMR(4OOMHz,DMS0-da,TMS) : 57.52-7.62 (3H, hi), 
7.69 (4H, m), 7.80 (2H, d, J=8.7 Hz), 7.90 (3H, 
in), 7.98 (2H, in), 8.36 (1H, dd, J=2.9, 8.8 Hz), 8. 
49 (1H, d, J=2.9 Hz), 10.35 (1H, s), 10.80 (1H, 

s); 

MS (FAB) m/z: 472 (M + H)* I 

(HMH 21) N- [4- (4-^f-;l^>vy;W 

7577xx;V] - (2-^DD-5--hD7x- 
;W #/WW5F 

mm 1 1 5^«jsufeN- (4-7=y7x~;w - 50 
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(2-^na-5--FD7x-;W ajl/tf+tf? F • 
1J&K& (0. 2 9^ 1. Omraol), DMA 
(3mD , 4 - ^ y W ;l/ ^ o U F (0. 1 4 
5mU 1. lmmo 1) 2 £!B« 

ufc*ttK:fiev\ tWBiWfcs* (0. 30 2 g , m 

7 4 %) %mc» 

[0 2 19] R f 0.55(^l^P'J F:^#/-^, 
7:1, v/v); 

, H-NMR(400MHz ) DMSO-d 6 ,TMS) : <5 2.40 (3H, s), 7.34 
(2H, d, J=8.1 Hz), 7.68 (2H, d, J=8.8 Hz), 7.78 (2 
H, d, J=8.8 Hz), 7.89 (2H, d, J=8.1 Hz), 7.90 (1H, 
d, J=8.8 Hz), 8.34 (1H, dd, J=2.9, 8.8 Hz), 8.47 
(1H, d, J=2.9Hz), 10.19 (1H, s), 10.69 (1H, s); 
MS (FAB) m/z: 410 (M + H)* I 

(Mti&Mi 22) n- [4- (4 -tti^y^Mivr 

= /) 7x-;W 7i-;W - (2-^DO-5--h 

D7x^;b) *;l/*=lr"9-5 F 

*SS«!8 8T?«JfibfcN- [4- (4-7^/7xX 

;W 7x-;W - (2-^an-5--FD7x-;l/) 
K • lffBtt (0. 3 0 3 g, 0. 7 5m 
mo 1) „ DMA (3mL) , HJxf-;b7^y (0. 
3 14mL, 2. 2 5mmolK 4 -^Ji^yM 
frtruV F (0. 109mL, 0. 83mmol) 
fflLT, SWJ 2 KflBtt Lfc£££fl:l\ flWSgWfk^ 
% (0. 3 0 9 g, W8 5%) fcftfa, 
[0 2 2 0]Rf 0.72Wf-l/y^aU K:**A-/1/, 
7:1. v/v); 

'H-NMR(400MHz,DMS0-d 6 ,TMS) :fi 2.40 (3H, s), 7.35 
(2H, d, J=8.8 Hz), 7.68 (2H, d, J=8.8 Hz), 7.71 (2 
H, d, J=8.8 Hz), 7.80 (2H, d, J=8.8 Hz), 7.87-7.93 

(5H, m), 8.36 (1H, dd, J=2.9, 8.8 Hz), 8.49 (1H, 
d, J=2.9 Hz), 10. 25 (1H, s), 10.79 (1H, s); 
MS (FAB) m/z: 468 (M + H)* ; 

(MffiMl 2 3) N— [4- (ey5?y-3->r;l/-* 
7x-;W - (2-^ua-5-xh 

£«0i5 8T?«iSLfcN- (4-75/7x-;I/) - 
(2-7DD-5-xhn7xX/l/) *;l/#*^5F' 
lttttff (0. 2 9 1 g, 1. Ommo 1) , DMA 
(3mL)>-3f/Wo'JK-«lI(0. 3 3 
6 g , 1 . 9 mm 0 1 ) %m LT, HM'J 2 (CfBH L 
fc£&£$l\ fiHagfcrffc^feJ (0. 1 4 9 g, UX* 3 
8%) £f#fc 0 

[0 2 2 1 ] R f 0.29(^^^>^n'J K:*#7-;k 
7:1, v/v); 

l H-NMR(400MHz,DMS0-d6,TMS) : 57.58 (1H, dd, J=2.9, 
8.0 Hz), 7.71 (2H,d, J=8.8 Hz), 7.78 (2H, d, J=8. 

8 Hz), 7.90 (1H, d, J=8.8 Hz), 8.31 (lH.ddd, J= 1. 
5, 2.2, 8.0 Hz), 8.35 (1H, dd, J=2.9, 8.8 Hz), 8.4 
8 (1H, d, J=2.9 Hz), 8.77 (1H, dd, J=1.5, 5.1 Hz), 
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9.12 (1H, d, J=2.2 Hz), 10.48 (1H, s), 10.73 (1H, 

s); 

MS(EI) m/z: 396 if ; 

(^IMl 2 4) N— [4- [4- (tfU^'>-3 — T 
;l/-*7l/#x;l/75/) 7i-/V] 7xX;l/] - (2- 
?pp-5-xFP7xx;l/) #;^Wt5F 
^MiJ8 8-e^)gtfcN- [4- (4-75/7xX 
;W 7xx;l/J - (2-^an-5-xhP7xx;l/) 
£;bWt5 F • 1 Ml (0. 3 0 3 g, 0. 75m 
mo 1) , DMA (3mL) > hUxf-/I/75> (0. 1 
3 14mL, 2. 2 5mmol), -n^WD'J 

F»tt«tt(0. 2 9 4 g, 1. 6 5mmol)*ffiffl 

(0. 2 6 3 mi 4%) *»fc 0 

[0 2 2 2] Rr 0.55(*f-l^DU F:^/-^, 

7:1, v/v); 

1 H-NMR (400MHz, DMSO-d 6 ,TMS) : 67.59 (1H, dd, J=2.9, 
7.3 Hz), 7.70-7.74(4H, ■), 7.80 (2H, d, J=8.8 H 

z), 7.89 (2H, d, J=8.8 Hz), 7.91 (1H, d, J=8.8 H 

z), 8.32 (1H, ddd, J= 2.2, 2.2, 8.1 Hz), 8.36 (1H, 1 
dd, J=2.9, 8.8 Hz), 8.50 (1H, d, J=2.9 Hz), 8.78 

(1H, m), 9.14 (1H, d, J=1.5Hz), 10.54OH, s), 10. 

81 (1H, s); 

MS (El) m/z: 472 (M + H)* I 
WJ1 2 5) N- [4- f/l/-* 
/Vtfxrt/TS/) 7xx;l/J - (2-^na-5--F 

^MiJ5 8f«bfcN- (4-75/7xX;l/) - 

ltfttff (0. 291g, 1. Ommo 1) , DMA 

(3mD , ^v-3f-y>r;^aU F • £B&3I (o. 

3 5 6 g, 2. Oramol) «fflU, ^MiJ2tcfE 

tttfc*stsev\ ^ifeswfk^ (0. 2 1 e g , nx 

^59 %) fcUfco 

[0 2 2 3] Rr QAWf-UyfuV V:*#S-Jl', 
7:1, v/v); 

! H-NMR(400MHz,DMS0-da ,TMS) :5 7.71 (2H, d, J=8.8 
Hz), 7.79 (2H, d, J=8.8 Hz), 7.88 (2H, d, J=5.9 H 
z), 7.90 (1H, d, J=8.8 Hz), 8.34 (1H, dd, J=2.9, 
8.8 Hz), 8.48 (1H, d, J=2.9 Hz), 8.79 (1H, d, J=5. 
9 Hz), 10.55 (1H, s), 10.74 (1H, s); 
MS (EI) m/z: 396 M* ; 
WJ12 6) N- [4- [4- 0>V*Jy-4-<< 

;l/-*>i/#x/l/757) 7x-;W 7xx;l/] - (2- 
^nn-5--hD7i-/W */U#*U-5H 
|IMiJ8 8«£L/cN- [4- (4-75/7xX 
;W 7x-;W -4— <)V)- (2-£pp-5-xF 
D7i-;W F • 1 MI (0. 3 0 3 

g, 0. 7 5mmo IK DMA (3m L), F'Jxf- 
)V7^y (0. 3 14mL, 2. 2 5mmolK^V 
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-n*v>f;i/*py f -mm (o. 2 6 7 g, 1. 5 

mmo 1) ZmiTs l«J2C85«Lfc£SHC'$ 

t\ mmit&fa (0. 2 5 e g , »7 2%) %n 
it* 

[0 2 2 4] R f 0.53Wf-U>^oU F:**/-^, 
7:1, v/v): 

'H-NMR(400MHz,DMS0-de,TMS) :5 7.70-7.74 (4H, m), 
7.81 (2H, d, J=8.8 Hz), 7.87-7.93 (5H, ■), 8.36 (1 
H, dd, J=2.9, 8.8 Hz), 8.50 (1H, d, J=2.9 Hz), 8.8 
1 (2H, d, J=6.6 Hz), 10.60 (1H, s), 10.81 (1H, s); 
MS (EI) m/z: 472 M* ; 

mw\i 27) n- (A-^y^y7,)it^ii7^y 

7i-;V) - (2-^pp-5-xFp7xx;W 
F 

(2-^PP-5-xbP7xx;l/) F • 

l&Bt% (0. 2 9 1 g. 1. Oramol), DMA 

(3mL) , h'Jx^;V75y (0. 2 7 9mL, 2. 
Ommo 1) s ^ytfya/l/fcx^n'J F (0. 15 
3mL, 1. 2 mmo 1) Wfibt\ &8W92fciB* 
Lfc£SjfcftV\ WKlWftS* (0. 13 9 g, HX* 
3 2 96) mtto 

[0 2 2 5] Rf 0.68(^f-l/>^dU F:**/-^. 
7:1, v/v); 

' H-NMR(400MHz,DMSO-d 6 ,TMS) : <5 7.09 (2H, d, J=8.8 
Hz), 7.53-7.62 C5H.nO. 7.75 (2H, d, J=7.3 Hz), 7.8 
7 (1H, d, J=8.8 Hz), 8.32 (1H, dd, J=2.9,8.8 Hz), 
8.42 (1H, d, J=2.9 Hz), 10.21 (1H, s), 10.64 (1H, 

s); 

MS (FAB) m/z: 432 (M + H)* I 
(HM'Jl 2 8) N- [4- (^y^y7^x;l/7S 
/7xx;l/) 7xx;l/] - (2-^pp-5-xFp7 
x-W F 

^MiJ8 8T»b/cN- [4- (4-75/71- 
;10 7xx;V] - (2 -?PP- 5 -x h P7xx;l/) 
WI#5F-1SIS(0. 3 0 3 gs 0. 7 5m 
mo 1) , DMA (3mL) , FUx^75y (0. 
2 0 9mL, 1. 5mmol)^^X;l/tcM 
P'J F (0. 1 1 9mL, 0. 9 mmo 1) 3H£fflL 

t, ^Mij2tcf5tt/c^fc^v\ mmmt&to 

(0. 3 0 8 g, 1R$7 5%) *Hfco 

[0226] R f ojoo^i^bu Y'tzs-fr. 

7:1, v/v); 

' H-NMR(400MHz,DMS0-d6 ,TMS) : 5 7.18 (2H, d, J=8.8 
Hz), 7.53-7.95 (12H,m), 7.89 (1H, d, J=8.8 Hz), 8. 
35 (1H, dd, J=2.9, 8.8 Hz), 8.48 (1H, d,J=2.9 Hz), 

9.40 (1H, br), 10.76 (1H, s); 
MS (FAB) m/z: 508 (M + H)* ; 

(MMMi 2 9) N- (4-x^yx;l/*x;V7577 
x x;W - (2-^PP-5-xFP7xx;V) 
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+■9-5 F 

l«iJ5 8T?tBat,feN- (4-75/7xx;l,) - 

l£lfcig(0. 2 9 1 g, 1. OmmoD^rtfU^y 
(3mL) fc»#U x^^Xil/fcWD'JF (0. 
1 5 3mL, 1. 2mmo 1) SiDATSjBICT 6 f$R9 

mLKo mmmmmmm (3mD,*(2o 

mL) ^ mm^)V (lmL) fcjjq*, 

mkbxmmit^s (o. 254 g , m66%) 10 

[0 2 2 7] Rr 0.34(^U^pU K:* */-/!>, 2 
0:1. v/v); 

' H-NMR(400MHz,DMS0-d6 ,TMS) : 6 1.20 (3H, t, J=7.3 
Hz), 3.06 (2H, q, J=7.3 Hz), 7.23 (2H, d, J=8.8 H 
z), 7.65 (2H, d, J=8.8 Hz), 7.89 (1H, d, J=8.8 H 
z), 8.34 (1H, dd, J=2.9, 8.8 Hz), 8.45 (1H, d, J= 
2.9 Hz), 9.73 (lH.s). 10.69 (1H, s); 
MS (FAB) m/z: 384 (M + H)* ; 

mmmi 30) n- [4- u-^y^t^w 20 

5/7xX;l/) 7ii;W - (2-^7DD-5--hD 
7x-;W F 

§WJ8 8?«LfcN- [4- (4-75/71- 
;W 7i-;W - (2-7dd-5--Fd7i'-;W 
*;l/#*-9-5F' (0. 3 0 3 g, 0. 7 5m 

mo IK DMA (3mL) , x#yx;l/*x/l/£pi) 
F (0. 0 8 5mU 0. 90mmol) £f£ffltT^ 

(0. 2 6 7 g, 1R*7 7%) fcfffc, 
[0 2 2 8] Rr 0.32(^7 L ^y^PU F^*/-^, 2 30 
0:i, v/v); 

1 H-NMR (400MHz, DMSO-de ,TMS) : <5 1.21 (3H, t, J =7. 3 
Hz), 3.12 (2H, q, J=7.3 Hz), 7.30 (2H, d, J=8.8 H 
z), 7.65 (2H, d, J=8.8 Hz), 7.67 (2H, d, J=8.8 H 
z), 7.79 (2H, d, J=8.8 Hz), 7.91 (1H, d, J=8.8 H 
z), 8.35 (1H, dd, J=2.9, 8.8 Hz), 8.49 (1H, d, J= 
2.9 Hz), 9.88 (1H, s), 10.80 (1H, s); 
MS (FAB) m/z: 460 (M + B)* I 
WJ1 3 1) N — [4- (v>x^;l/7?y) -2- 
/f;V7i-;H - (2-^aa-5--hn7i- 40 

2-757-5- (i/*Xf;l/75/) h;I/X^.iffl»ta 
(^MftJjScmSp^ 0. 4 2 9 g, 2. OmmolK 
DMA (5mLK F Ux^;I/75y (0. 3 3 5m 
U 2. 4mmo 1) 2-#np- 5-x hp 

£JHff$*n>J F (0. 5 2 8 g, 2. 4mmol)£ 

(0. 4 3 1 g, l)X^6 o%) %mc 0 

[0 2 2 9] 'H-NMR (400MHz, DMS0-d 6 ,TMS) : 5 1.09 (6 
H, t, J=7.0 Hz), 2.22 (3H, s), 3.33 (4H, m), 6.53 50 
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(2H, ■). 7.17 (1H, d, J=8.8 Hz), 7.87 (1H, d, J=8. 
8 Hz), 8.32 (1H, dd, J=2.9, 8.8 Hz), 8.39 (1H, d, 
J=2.9 Hz), 9.86 (1H, s); 
MS (FAB) m/z: 361 M + ; 
G&mi 3 2) N— [4- (4-ter t-7b^> 

•hbts-fr^yi/y- 1 — <)V) 7x-;W - (2- 
^na-5--Fo7i-/l/) *;b^-9"5F 
4- (4-75/7xx;l/) \£ *V7*Jy- 1 
m t e r t -7^;VxXr;b (T e t r a h e d r o 
n Lett., vo 1. 4 1, 2 0 0 0, 3 8 5) 
(5. 0 8 g, 18. 3mmo IK DMA (50m 
L) &5tffc2-*np-5--hn£J&SK*ny F 
(4. 8 4g, 2 2. Ommol)*ffifflLt, HSPJ 

zmmircmM&\ mumit&fo a. 6 2 

[0 2 3 0] Rr 0.56e\^t>Mxf-;k i:i, v/ 
v); 

'H NHRCCDCh, 400MHz, TMS) : 5 1.49 (9H, s), 3.13 
(4H, t, J=5.1 Hz), 3.59 (4H, t, J=5.1 Hz), 6.94 (2 
H, d, J=8.8 Hz), 7.53 (2H, d, J=8.8 Hz), 7.64 (1H, 

d, J=8.8 Hz), 7.86 (1H, br), 8.24 (1H, dd, J=2.9, 

8.8 Hz), 8.59C1H. d, J=2.9 Hz); 
MS (FAB) m/z: 460 M* ; 

Mil 3 3) N- [4- (tw^y- 1 
7xx;H - (2-^PP-5-xFP7xx;b) 

^M'Jl 3 2T?«JfiLfe, N— [4— (4— tert — 
7h*i/iv\'$-)\'¥'*7i/y- l -- f;W 7xx/l/J 
- (2-^PP-5-xhP7xx;V) *;l/^*iJ-5H 
(6. 1 5 g. 13. 3mmo 1) £2Nft{t*fS/ 
1, 4->W>i«(4 0mL) fcUlf^ 20 

1**511, 1, 4->^+)->\ xf-zl/x-f^veffiit 

(5. 1 7 g, W9 0%) *»rco 

[0 2 3 1] ' H-NMR (400MHz, DMSO-de .TMS) : 5 3.23 (4 
H, m), 3.37 (4H, m), 7.04 (2H, d, J=8.8 Hz), 7.62 
(2H, d, J=8.8 Hz), 7.88 (1H, d, J=8.8 Hz), 8.33 (1 
H, dd, J=2.9, 8.8 Hz), 8.42 (1H, d, J=2.9 Hz), 9.4 
0 (1H, in), 10.62 (1H, s); 
MS (FAB) m/z: 361 (M + H)* ; 

mmmi3 4) n- [4- (4-7th^>7x- 

)]/) 7i-;l/] - (2-^PP-5-xFP7xx;b) 
*;l/^*+i-5F 

(13 4 a) 4- (4-7-feF^^7xx;I/) 7xU> 
4- (4-7-feh+> / 7x-;l/) xhP-^y^fy (J. 
Am. C h em. S 0 c. , 6 6,1 9 4 4,1 2 4 
5) (0. 8 6 0 g, 3. 3 4mmo!)^x^/-;V 

(9mL) KtemU 5%rt7WI*-*-$>t6M 

(o. 1 8 g ) %m?mm?2mmbrco mm* 
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1:1. V/V) fcflJtvtfllHU SEBWft^f 

(0. 6 9 9 g, 1K$9 2%) ^rlffco 

[0 2 3 2] Rr 0.11(^-9-y«^x^, 3:1, v/ 

v); 

1 H-NMR (400MHz ,DMSQ-d« JMS) : 5 2.32 (3H, s), 3.73 
(2H, br), 6.75 (ZH.d, J=8.6 Hz), 7.11 (2H, d, J=8. 
7 Hz), 7.38 (2H, d, J=8.6 Hz), 7.52 (2H,d, J=8.7 H 
z); 10 
(13 4b) N— [4- (4-7-feh*^7x-;W 7 
xx;l/] - (2-^PP-5-xhD7xx/l/) 

^MU 3 4aT»Uc4- (4-7th^>7i- 
M7-yv(0. 6 9 4 g, 3. 0 5mmo 1 ) , D 
MA (7mL) 4&tffc2-*Da-5--hPgf&S 
8*n>J F (0. 8 7 3 g, 3. 9 7mmo 1) 

(1. 0 3 g, IR$8 2%) £f#fco 

[0 2 3 3] R f 0.16(^+-9->:ftS!xf-;l/ t 2:1, v/ 20 

v); 

l H-NMR(400MHz,DMS0-da ,TMS) : <5 2.30 (3H, s), 7.22 
(2H, d, J=8.8 Hz), 7.71 (2H, d, J=8.8 Hz), 7.71 (2 
H, d, J=8.8 Hz), 7.81 (2H, d, J=8.8 Hz), 7.91 (1H, 

d, J=8.8 Hz), 8.36 (1H, dd, J=2.9, 8.8Hz), 8.49 
(1H, d, J=2.9Hz), 10.82 (1H, s); 
MS (FAB) m/z: 411 (M + H) + ; 

(MSM13 5) N- [4- (4-KhW7i- 
)V) 7x-;W - (2-7nn-5--ho7i-/W 
tj;1^*+UF 30 

HM'Jl 3 4T'llLftN- [4- (4-7-feh + ^7 
x-;W 7x-;W - (2-7PP-5-xhP7xx 
;W *;l/**-9-5 F (0. 8 8 2 g, 2. 1 4mmo 
1) (1 8mL) £«£-ti\ 2 5w 

t %* h u *7k* h*s/ K-**/-/WS«*'>Kin* 

T2 2P#M#Ufco EJS18i8Kfti8*Jta*TpH*4 

r»u Mffi^trffi^^tllfiBWfk^ (0. 7 
2 8 g ) ^#ft„ i#e»n/caM«ntegwb^ co. 
7 2 8 g ) *j-z;-Mcmm%L 3 hphIHsl 40 

LTHieifi^t) (0. 2 6 9 g^ W3 4%) 

tCo 

[0 2 3 4] R f 0. 09(^-9- >:ftftx^, i:i, v/ 

v); 

1 H-NMR (400MHz, DMSO-de JMS) : <5 6.85 (2H, d, J=8.8 
Hz), 7.49 (2H, d, J=8.8 Hz), 7.60 (2H, d, J=8.8 H 
z), 7.75 (2H, d, J=8.8 Hz), 7.90 (1H, d, J=8.8 H 
z), 8.35 (1H, dd, J=2.9, 8.8Hz), 8.48 (1H, d, J=2. 
9 Hz), 9.53 (lH,s), 10.75 (1H, s): 50 
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MS (FAB) m/z: 369 (M + H) + ; 

mmm 136) n - c 4 - * * y^m^r 577 

x-;W - (2-7PP-5-xhP7xx;l/) 
+■9-5 F 

^JWW5 8T»JILfcN- (4-75/7x-;W - 
(2-7PP-5-xhP7xx;l>) fc/l/tf+'fr? F • 

UfflWICO. 29^ 1. OmmoD&DMA 
(5mL) fcSlWU hUx^7 = y(0. 2 0 9m 

L, 1. 5mmo 1) , ^^>ZMc;l/^D'JF 
(0. 1 1 6mU 1. 5mmo 1) fciTOK-TlIfitCT 

2 O^l^tfco SJS?§^Kl§fnfif7j< (1. 5 m 

l) s t]< (i 5mL) fcin*^ <k\;tc^m*mL 

ffiitK MEl^LTtlJEa^t^ (0. 2 1 Og, 5 
7 %) mtzo 

[0 2 3 5] Rf OMi^Uy^uV F:**/-^. 
7:1, v/v); 

'H-NMR(400MHz,DMS0-d6,TMS) : 5 2.97 (3H, s), 7.23 
(2H, d, J=8.8 Hz), 7.67 (2H, d. J=8.8 Hz), 7.89 (1 
H, d, J=8.8 Hz), 8.34 (1H, dd, J=2.9, 8.8Hz), 8.45 

(1H, d, J=2.9 Hz), 9.65 (1H, s), 10.71 (1H, s); 
MS (FAB) m/z: 370 (M + H)' I 

(^MiJl3 7) N— (4-n-^-W5/7x- 
)V) - (2-7DP-5-xhD7xx;l/) 
5F 

»?iJ5 8T:«bfcN- (4-75/7xX/W - 
(2-^DD-5-xhP7xx;l/) *;l/#*if5K' 
(0. 5 8 3 g, 2. Ommo 1) s 

/KlOmL), ^7/7K^t*7^FU7A (1 3 

8mg, 1. lmmol)**tfn-^t-^ 
(0. 2 8 8mU 2. 4mmo 1) £{£fflLTs MM 

Ml 1 5fcfE«Lfc£H;fc:ftV\ iSffitfeffc^ftliiLTfc 

mmitsva (0. 2 4 7 g, jr*3 3%) mtco 

[0 2 3 6] Rf 0.56CM^«I?X7^, 1 = 1, v/ 
v); 

'H NMRCCDCh, 400MHz, TMS) : <5 0.91 (3H, t, J=7.3 H 
z), 1.30-1.65 (8H, m), 3.12 (2H, t, J=7.3 Hz), 6.6 
2 (2H, d, J=6.6 Hz), 7.40 (2H, d, J=6.6 Hz), 7.64 
(1H, d, J=8.8 Hz), 7.66 (1H, br), 8.24 (1H, dd, J= 
2.2, 8.8 Hz), 8. 60 (1H, d, J=2.2 Hz); 
MS (FAB) m/z: 375 ti I 
mmmi 3 8) N- [4- (N, N-^-n-M^ 
;l/73y) 7xx;H - (2-7PP-5-xhP7x 

x/i/) t 5 f 

mm\ 3 7fc*S^T, «l4ft^tltLT^t5@W{b 

(0. 1 62g, 1R*1 8%) £Hfc„ 
[0 2 3 7] Rf 0. 79(^-9- y:Blxf;K Kl, v/ 
v): 

1 H NMRCCDCh , 400MHz, TMS) : <5 0.90 (6H, m), 1.26- 
1.38 (12H, ■), 1.52-1.62 (4H, m), 3.26 (4H, t, J= 
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7.3 Hz), 6.63 (2H, d, J=9.2 Hz), 7.42 (2H, d, J=9. 
2 Hz), 7.62 (1H, br), 7.63 (1H, d, J=8.8 Hz), 8.24 

(1H, dd, J=2.9,8.8 Hz), 8.60 (1H, d, J=2.9 Hz); 

Cmmi 3 9) N— [4- (3, 5-5?- t ert- 

4 -t Fd*^7x-;W 7-77-/1/- 2 -4 
M - (2-7PP-5-xFP7xx/l/) iuVf^t 

5 H 

(13 9 a) 2-757-5- (3, 5-5>-t e r t 
-7>f7l/-4-fc FP^77xX/l/) =f-7 
1 - (3, 5 - 5>- t e r t -7W/1/- 4 - 1 Fp* 
'>7x-;W -2-7*n*x*:/-i-#> (9. 8 1 
g, 3 Ommo 1) by 5 0 ml iCfef&Ltcty 
{C, *-#7U7 (4. 5 6 g, 6 Ommo 1) £ftn?L 

mmMt&Wl (8. 9 2g, filR*9 8%) Z'Mzo 
[0 2 3 8] 'H-NMR (400MHz, DMSO-da ,TMS) : 5 1.40 (9 
H, s), 6.71 (1H, s ,), 6.96 (2H, s), 6.97 (1H, 
s ,), 7.52 (2H, s ,); 

(1 3 9 b) N- [4- (3, 5—7- t e r t -7? 
;l/-4-tHP*«>7x-;W -f-77— 2 — f 
;W - (2-*pp-5-xFp7xx/W 
5 F 

l»Jl 3 9aT«tfc2-7^y-5- (3, 5- 
>>-t e r t-7>f-;l/-4-fcFn*5/7x-;W 
77-/1/ (0. 3 2 g> 1. 0 3mmo 1) > DMA 
(5mL) &£>mc2-*DP-5-xFn£m«S&7 
D'JF(0. 2 5g> 1. 1 3mmo 1) %i$.f$LX, 

mmm2mmLtzmicm\ mmsmi^ (o. 

4 4 6 g^ 118 8%) %Wco 
[0 2 3 9] , H-NMR(400MHz,DMS0-d. .TMS) : 51.42(9H, 
s), 7.11 OH, s), 7.53 OH, s) , 7.65 (1H, s) 
, 7.90 (1H, d, J=8.9 Hz) , 8.37 (1H, dd, J=2.8, 

8.9Hz) , 8.59 (1H, d, J=2.8); 
(HMU 4 0) N— 0£5i?y-2-4/]/) - (2- 

^DD-5--hD7x-;W A;P^*1?"5H 

2-75/t 0 7i» (0. 2 9 7 g^ 3. 1 3mmo 
1) , DMA (5mL) fc£>tffc 2 -j'UB- 5 -X h 

n$I»D'JF (0. 8 3 3 g^ 3. 79mmo 

1) zmLx, mmimmikmM^Rfo* 

ffofco ELfoimmm^7k (10mL) 4 *(10m 
L) &5>tffcBfS8x?-/V (2 0mL) £jta;fC#SL 

/i 0 #p.n^*«i^*b, mm*, d omLx 

2) »7j<«tFU7A-e^jiu ms.T& 
m^mtx, mmmmmitsmmco mznrz 
mmv a mt^*., u a y ? a * n v h #5 7 

^- (^f^o'JF:SHf/K i:5 V/ 
V) £ffl^T««U 8(iBi«{fcai4l (0. 2 7mg) 

•fr, *IRaWft£ft (0. 1 8g> m-2 
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1 %) fcfcfco 

[0 2 4 0] 'H NMRCCDCL , 400MHz,TMS) : 5 7.71 (1 
H, d, J-8.8 Hz), 8.31-8.35 (2H, 1), 8.47 (1H, d, J 
=2.5 Hz) 8 8.62 (1H, bs), <5 8.68 (1H, d, J=2.7 H 
z),5 9.68 (1H, bs; 

»Ii 4 1) N- (6-^/i^77f-77-/v- 
2-4 )V) - (2-^pp-5-xFD7xx;V) 
#+"9-5 F 

2 -75/- 6-^/1/^77777-/1/ (0. 30 
g, 1. 80mmo 1) , DMA (5mL) fcfl&flU 
^CtcDPPA (0. 44mL, 2. Ommo IK h 
>JXf-/l/75 7 (0. 28mU 2. Ommol) 
mc2-^aa-5-xFD^B§l (0. 3 7g, 
1. 8 2mmo 1) -IftSfitflfftfc, 

01J6 2 fc^fciaaLTffisaoeiEiwft^i^fffeo 

h?57-f- 5:1 V/ 

v) *fflv^T»«u mmmt&fa (o. 1 9m g ) 

Cft%*MV7u tf/l/X-r/l/^Sffc^ 

jmmi. mmmtsto (o. i4 g ,i$2i 

%) %l#/Co 

[0 2 4 l"] 'H-NMR(400MHz,DMS0-d 6 ,TMS) : 5 2.44 (3 
H, s),<5 7.30 (1H, d, J=8.3 Hz), S7.690H, d, J= 
8.3 Hz), 5 7.84 (1H, s),S 7.92 (1H, d, J=8.9 H 
z), 8.39 OH, dd, J=2.8, 8.9 Hz), 8.64 (1H, d, J= 
2.8 Hz); 

mmmi 42) n- [3- u-fu/kt^/x/i/* 

x/l/) 7xX/U] - (2-7PP-5-xhD7xX 
)V) #/l^*^ F 

3 _ (4-FU/b75/7/l/*x;l/) 7xU7 (0. 4 
Og, 1. 52mmo 1) , DMA (5mL) 
2-^nn-5-xhngmt^7PU F (0. 39 
g) £$fflLT> WU2tcfB«L/c^m\ *IS 
BWfb^lll (0. 6 5 g, m9 6%) fctffco 
[0 2 4 2] 'H NMRCCDCh , 40011Hz, TMS) : 5 2.78 (3 
H, s), 6.62 (1H, s), 6.95 (2H, d,J=8.4 Hz), 7.05 
(2H, d, J=8.4 Hz), 7.43-7.50 (2H, m), 7.66 (1H, d, 
J=8.8 Hz), 7.94 (1H, s), 8.02-8.05OH, m), 8.26- 
8.30 (2H, a). 8.58 (1H, d, J=2.7 Hz); 

3- (2-7PP-5-xhP^yy 
-01/757) gf^^/l/xXr/l' 
N- [3- (^h+J'*^-;W 7xX/V] - (2- 
^aP-5-xFn7xx;W */l/#3^5 F-3-7 
5/£H#^7/1/X7n771/ (5. 3gs 3 5mmo 
1) , DMA (50mL) ft&tflC2 -^PP- 5 -x 
hDSB#»^oU F (8. 4 9 g) fcffiffll/t, ^SS 
^j2}ae«Lfc73}*fcm\ #JBgWit^t) (1 0. 8 
9 g^ P9 3%) ^If/io 
[0 2 4 3] 'H NMRCCDCh , 400MHz,TMS) : 5 3.94 (3 
50 H, s), 7.51 (1H, t, J=7.9 Hz), 7.68 (1H, d, J=8.8 
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Hz), 7.89 (1H, d, J=7.9 Hz), 8.04 (1H, d, J=8.8 H 
z), 8.15 (1H, bs), 8.29 (1H, dd, J=8.8, 2.7 Hz), 
8.64 (1H, d, J=2.7 Hz); 

mmmi 44) n- [4- u-vv^t 5/x;i/* 

)V) fc/Mfc^S F 

4- (4-hU;l/75/x/i/*-;W 7xyy (o. 2 

6 3gx 1. OOmmol), DMA (5mL) &P>tf 
fc2-^Dn-5--hoSAS*^PU F (0. 24 
3g) £$fflLT> ^M>J2Kia«b;fc£8;£fift\ g 10 
«ElW{b#ftl (0. 3 7 5 g, $$8 4%) mrco 
[0 2 4 4] 'H NHRCCDCh , 400MHz,TMS) : 6 2.29 (3 
H, s), 6.36 (1H, s), 6.96 (2H, d,J=8.3 Hz), 7.07 
(2H, d, J=8.3 Hz), 7.67-7.70 (5H, m), 8.09 (1H, 
111), 8.30 (1H, dd, J=2.7, 8.8 Hz), 8.61 (1H, d, J= 
2.7 Hz); 

GHB6WW14 5) 3- (2-^nn-5--hP^> N / 

^;b75y) %mm 

£MU 4 3T?SiSLfc3- (2-^nn-5-~Fn 

^v^/i/r^y) £ASR*f-;i/xxr;i> (1 0. 3 20 

2 g, 3 0. 8mmo 1) ^ Vttty (10 0m 

D £*jsu 1 mmiti-h^y^mi. (4 6m 

L) W2 4Wlft, SJSffi^l-m 
SPTx 1N»J< (5 0mL) WTOT^tfc, 

(9. 7 2g, lR*9 8%) *Hfco 

[0 2 4 5] 'H-NMR (400MHz, DMSO-d 6 ,TMS) : (5 7.51 (1 
H, t, J=8.0 Hz), 7.71-7.74 (lH,m), 7.89-7.92 (2 
H, m), 8.33-8.42 (2H, m), 8.52 (1H, d, J=2.7 H 
z), 10.90 (1H, s); 30 

mm I 4 6) N— (tfUv > >-4-^;l/) - (2- 

4-75/HU> 5 y (0. 421g), DMA (10m 
L) fc5tflc2-*an-5-xFn£I.§88*nU F 
( 1 . 0 8 g) «fe t>, UMiJ 1 fcfi*Lfc£&fctfor\ 
0. 7 8 8 gO (eu^>-4— f;W - 

fc (tfU^y-4— f;W - (2-^pn-5--Fa 
7i-;W *;1/#*1?-5H (0. 6 5 7 g, 2. 3 7m 
mol)«, (1 OmL) fcigfiPU 40 

4 N -fiit7k*/^**y»**«ftlLfeo 1 Bf IS 
ft, x-r;l/ (l OmL) £ijn?L tftBLfcte*** 

®x mmu wamit&fo (o. 7 3 8 

%) £t#fc 0 

[0 2 4 6] ' H-NMR (400MHz, DMS0-d 6 ,TMS) : 5 7.96 (1 
H, d, J=8.8 Hz), 8.20 (2H, d, J-7.0 Hz), 8.42 (1H, 

dd, J=2.8, 8.8 Hz), 8.68 (1H, d, J=2.8 Hz), 8.80 
(2H,d, J=7.0 Hz), 12.25 (1H, s); 

(ill 1 47) n- [4- 7 

x-/W - (2-^na-5--hD7x-;W 50 
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Mite 

4- [ (VfU 2 — ■ ()V) 7x-;V] 7-U>»tt 
R& 0. 3 2 0 g, VVPy 5mLfc«fctf2-*a 
n-5--hn$fc#B*uU FO. 3 4 7 g<fc0, i 
«096 8fcK*Lfc^fcfiG^N- [4- (£U^y- 
7x-/l/] - (2-^Dn-5-^FD7x 
-/W *;I/jR**3K (0. 3 8 8 g) OUgiifcfffc. 
#£>ttfcN- [4- (eu^y-2— T;W 7x-;W 

- (2-*an-5--Fn7x-;W ^W^F 
(0. 5 2 2 g, 1. 4 7 4mmo 1) % Vt^y 

(lOmL), s&xSAK-Wdm/VttVy 

(o. 4 6mD mmu 8 tmn%fi%-?nm 

iWffcSft (0. 5 7 g, m9 9%) *#fc, 
[0 2 4 7] 1 H-NMR(400MHz,DMS0-d 6 ,TMS) : <5 7.6-7.7 
3 (1H, m), 7.92 (2H, d, J=8.8Hz), 7.93 (2H, d, J= 
8.8), 8.16 (2H, d, J=8.8 Hz), 8.23-8.26 (1H, m), 
8.30-8.34 (1H, m), 8.37 (1H, dd, J=2.8, 8.8 Hz), 
8.53 (1H, d, J-2.8 Hz) 8.77-8.79(lH. m), 11.09 (1 
H.s) ; 

(Mm I 4 8) N— [4- (tfUi>>- 3-4)175. 

7x-/M - (2-^dd-5-^Fu 
7x-/W *;1/#*U-5K 

(1 4 8 a) N— (4-xh*S/*/l/#-;l/7x-;W 

- (2-^dd-5--Fd7x-;W *;Vt^5F 
4-73/£A«»X*/l/XX?7l/ (9. 8 8 g) > D 
MA (50mL) 2 -?DO- 5 -x Fngf, 

t»*ny f (i 4. 4 7 g) &<o, MmmzKtmi 
kmicmmm g w^sto 20. 3 3 g cdish^# 
it. 

1 H-NMR (400MHz, DMSO-d. JMS) : 5 1 . 3 3 (1H, 
U J=7. 1Hz) , 4. 3 1 (2 H % q, J = 7. 
1 Hz), 7. 8 5 (2H, d, J=8. 7Hz) N 
7. 9 1 (1 H, d, J = 8. 8Hz) , 7.99 
(2H, d, 8. 7Hz), 8. 3 6 (1 H, d cK 
J =8. 9, 2. 8Hz) , 8. 5 3 (1H, d> J 
= 2. 8Hz), 11. 05 (1H, s) 
(148b) 4- [ (2-^uo-5-xhn7xx 

%mm 14 8a T^LTcN- ( 4 -x h . 
;b7xx;W - (2-^nn-5-^Fa7i-/l/) * 
/l/#*"9-5 F ( 1 9. 5 5 g) *S?**"9-y (10 0m 
L) fcjgjBLfc^fc, 1 N-7j<^fbtFU7A7j<M« 
( 8 4 m L ) £ftP;l 3 0 ffl&WZWM. Lfc. ©S$* 
«£ET*«Lfc«, * (3 0 OmL) fcAq^U 3k#ftSl 
T, 1 N-^7j< (9 OmL) «M#t/c. 
Lfcttft*JI8tf»IU gWfcSto (17. 5 9 g) 
flfc. 

'H-NMR(400MHz,DMS0-d6,TMS) '.81. 82 (2H, d, 
J=8. 7Hz) , 7. 9 1 (1 H, d, J = 8. 8H 
z) N 7.9 7 (2H, d, 8. 7Hz), 8.3 
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6 (1H, del, J = 8. 8 tiki? 2. 8 Hz) , 
8.5 2 (1H, ck J = 2. 8Hz) , 11.0 
1 (1H, s) 

(14 8 c) N— [4- (t°U^>-3 -JlW^Sii 
7xX;l/] - (2-^DD-5--hd7x 

HMU 4 8 bTi#P>n/c4- [(2-*nn-5-- 
hD7xx;l/) 7j;btfx;b75/] £JH«8 (0. 5 2 
3g, 1. 6 3mmo 1) £DMF (1 OmL) iCiftflP 
U WSC (0. 3 9g) %ibmz3-7^J\£Vi/y 10 

(o. 1 5 g) zm, m-ctmmwco &fom 

fcg&ftlfitzk ( 3 0 m L ) £5 tf KfHIi^l/ (50m 
^i&7j< ( 2 0 m L x 2 ) Ti£&U M<$mt h U 9 A 

20 : 1 V/V) ^ffl^T^LfcIf, ftgtxf- 

^-em?^ atmagu giiaiWfk^j (o. 30 

g , 4 6 %) £t#fc 0 20 
[0 2 4 8] 'H-NMR (400MHz, DMSO-de JUS) : S 7.40 (1 
H, dd, J=4.7, 8.3 Hz), 7.87 (lH,d, J=8.7 Hz), 7.92 
(lH.d , J=8.8 Hz), 8.04 (2H, d, J=8.7 Hz), 8.18- 
8.22 0H, m), 8.32 (1H, dd, J=4.7, 1.4 Hz), 8.37 (1 
H, dd, J=2.7, 8.8 Hz), 8.54 (1H, d, J=2.7 Hz), 8.9 
4 (1H, d, J=2.4 Hz), 10.39 (1H, s), 11.02 (lH.s): 

mmmi 49) n- [2- (4-^Myvv^7 

$/) ^yyf-7V-;b-6— f/U - (2-^dd- 
5--hD7xx;b) */l/#*^5F 
(14 9a) 2- (4-^f/KyW;l'75y) -6 30 

2-7$.y-6-=-Yu^y9?7*/-)\> (6. 4 4 
g, 33mmol), DMA (45mL), £5tf£4 
-*f-;l/£J6*»*ay F (4. 8 0mL)*ffifflL 

(9. 8 8g, HX*9 6%) 

[0 2 4 9] ' H-NMR (400MHz, DMSO-de ,TMS) : <5 2.41 (3 
H, s), 7.39 (2H, d, J=8.2 Hz), 7.90 (1H, d, J=8.9 
Hz), 8.08 (2H, d, J=8.2 Hz), 8.25 (1H, bs), 8.30 
(lH.dd, J=2.4, 8.9 Hz), 9.06 (1H, d, J=2.4 Hz); 40 

(14 9b) 6-75^-2- (4-^f;Hy^;v 

75/) ^y^79-)h 

757) - 6 -xFn^y 7^77-/1' (3. 2 0g, 
10. 2mmo 1) £THF (1 5 OmL) fc}8£U 
Zazmt-v'rb (ID A7Kffit) (4. 85 g) * 

zmcymitts^mi- f u 7 a c i . 5 5 g ) 

x^;l/ (2 0 OmL) fcetffcfi&ftlSW* (2 0 0m 

D 3o^TOm ^mmmibko mm 50 
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( 2 0 m l x 2 ) xm u mmt f u 7 A-esa* 

& ttftft&U WElWfcfc* (1. 5 0g, IR*5 
2%) *#fco 

[0 2 5 0] 1 H-NMR(400MHz,DMSO-d 6 ,TMS) : 5 2.40 (3 
H, s), 5.20 (2H, bs), 6.74 (lH.dd, J=2.2, 8.6 Hz), 

7.04 (1H, d, J=2.2 Hz), 7.36 (2H, d, J=8.2 Hz), 
7.450H, d, J=8.6 Hz), 8.01 (2H, d, J=8.2, Hz); 

(14 9 c) N- [2- (4-^;l^yW/b7S 
/) ^yV97V-)\y- 6-^)1] - (2-^na-5 
-xFP7xx;I/) *;l/**-9-3F 
mmi 4 9bT«trc6-75/-2- 
;K>^;l/75y) W/f-rV-fr (0. 3 0g, 

1. 04mmo 1) , DMA (5mL) ft&tffc2-£ 
DD-5--hn$lSl^n'JK (0. 26g, l. 

2 0mmo 1) fcffiJBLT* £a^2JOEttLfc£i*K 
#JB@Wft^ (0. 4 1 g, IR*8 6%) £l# 

[0 2 5 1 ] ' H-NMR (400MHz, DMSO-de ,TMS) : 5 2.40 (3 
H, s), 7.36 (2H, d, J=8.1 Hz), 7.64 (1H, dd, 1=2. 
0, 8.7 Hz), 7.75 (1H, d, J=8.7 Hz), 7.91 (1H, d, J 
=8.9Hz), 8.05 (2H, d, J=8.1 Hz), 8.36 (1H, dd, J= 
2.8, 8.9 Hz), 8.43 (1H, d,J=2.0 Hz), 8.50 (1H, d, 
J=2.8 Hz), 10.86 (1H, s); 
MS (FAB) m/z: 000 (M + H)' ; 

(MWU 5 0) n- [4- a-xfrwy-gyzto 

&X/U75/) 7x-;W - (2-^DD-5-xhP 

4- (4-x^;l^y€>x;l/*-;l'75/) 7-U> 

(0. 3 7 g, 1. 35mmol) , DMA (5mL) 
(0. 3 3g, 1. 4 8mmo 1) *mLX, 

2Ktmbkmm^\ mzmitsm (o. 5 6 

[0 2 5 2] R f 0.00Wy:ffllx^. 9:1. v/ 
v); 

1 H-NMR (400MHz, DMSO-de ,TMS) : <5 1.16 (3H, t, J=7.6 
Hz), 2.65 (2H, q,J= 7.6 Hz), 7.10 (2H, d, J=8.9 
Hz), 7.39 (2H, d, J= 8.4 Hz), 7.55 (2H, d, J=8.9 H 
z), 7.66 (2H, d, J=8.4 Hz), 7.87 (1H, d, J=8.8 H 
z), 8.32 (1H, dd, J= 2.7, 8.8 Hz), 8.42 (1H, d, J= 
2.7 Hz), 10.16 (1H, s), 10.63 (1H, s); 

mm\ \ 5 1) n- [4- (t o ^yi»x;i/toi/) 

7xx;H - (2-9PD-5-xhn7xx;l/) tul 
F 

4- (tMys>;l/X;l/*-;W 7xyy (o. 2 7g, 

1. 1 2mmo 1) , DMA (5mL) &5tffc2— * 
pa-5-xFDgm#S*PU F (0. 27g, 1. 
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2 4mmo 1) fcffiffll/T, ^ffi0J2fc:!5«Lfc£8cfc 
ftV\ tWBBWfcfctt (0. 3 2 g, 1|X*6 8%) 

/Co 

[0 2 5 3] 'H-NMR (400MHz, DMSO-de ,TMS) : 5 1.36-1. 
39 (2H, n), 1.52-1.58 (4H, in), 2.88 (4H, t, J=5.3 
Hz), 7.75 (2H, d, J=8.9 Hz), 7.92 (1H, d, J=8.8 H 
z), 7.94 (2H, d, J=8.8 Hz), 8.37 (1H, dd, J=2.7, 
8.9 Hz), 8.54 (1H, d, J=2.7Hz); 

(MMWl 5 2) N- [4- (IfDU^X^tol/) 

7x-;W - (2-^on-5--ha7x-;W *;!/ 

F 

4- (i;nU^;l/X;l/*-;W 7-U> (0. 2 7g, 

1. 1 9mmo 1) * DMA (4mL) ft6tffC2-^ 
DD-5--hn$BSISf a'J F (0. 3 1 g. 1. 
4 3mmo 1) *mbX, i»J 2 fCiE«Lfc££fc 
HHBlWfcS* (0. 4 6 g, lR*9 4%) 

fco 

[0 2 5 4] 'H-NMR(400MHz,DMS0-d 6 ,TMS) : 8 1.63-1. 
68 (4H, m), 3.14 (4H, t, J=6.7Hz), 7.83 (2H, d, J 
=8.8 Hz), 7.92 (2H, d, J=8.8 Hz), 7.94 (1H, d, J= 
8.9Hz), 8.37 (1H, dd, J=2.8, 8.9 Hz), 8.55 (1H, d, 

J=2.8 Hz), 11.13 (1H, s); 

(mm 153) n - [ 4 - u y- 4 ->o\- 

7x-;l/] - (2-7PP-5--hP7 

4- (t;!/*!)y-4-' f;l/-*;l/*-/W 7-'Jy 
(0. 2 8 g> 1. 17ramol) , DMA (4mL) 

^P>Wc2-^DP-5-^hagf«7DiJ H 
(0. 3 1 g, 1. 4 0mmol) «IT> W&k 

2icmmbrcmicm\ ws&mitG® (0. 3 6 

g> IJX*7 3%) fcfcfco 

[0 2 5 5] 'H-NMR(400MHz,DMSO-da ,TMS) : <5 2.87 (4 
H, t, J=4.6 Hz), 3.64 (4H, t, J=4.6 Hz), 7.77 (2H, 

d, J=8.8 Hz), 7.92 (1H, d, J=8.8 Hz), 7.98 (2H, 
d, J=8.8 Hz), 8.37 (1H, dd, J=2.7, 8.8 Hz), 8.55 
OH, d, J=2.7 Hz); 

(MM i 5 4) N- [3- (vfDU^;VX;l/tw;W 
7i-/W - (2-^on-5--hn7x-;W 

3 - (If n U s;;l/X/I/*-;W 7- U y ( 0 . 2 3 g > 
1. 02mmolKDMA(4mL) fce>tffc2-* 
DP-5--hP^t#it^nU K (0. 27g, 1. 

2 3mmo i) *m\sx, wm\2\mw.hrcnm^ 
mmmitsvn (o. 3 9g, nx^9 3%) *m 

fCo 

[0 2 5 6] ' H NMR(CDCb , 400MHz,TMS) : 8 1.77-1.8 
1 (4H, in), 3.24 (4H, t, J=6.8 Hz), 7.55-7.62 (2H, 
m), 7.68 (1H, d, J=8.8 Hz), 8.19 (1H, d, J=7.6 H 
z), 8.29 (1H, dd, J=2.7, 8.8 Hz), 8.59 (1H, d, J= 
2.7 Hz); 
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(Mm I 5 5) N- (4-7Wx-/W - (2 

4 - Tttfl'T-yy (7. 0 4gs 5 2. lmmo 
1) , DMA (70mL) 2 -7PP- 5 

hug*L§K^nU F (1 3. 2g, 6 0mmol)£ 

£ft (1 6. 4g, IR*9 9%) mtco 

[0 2 5 7] ' H-NMR (400MHz, DMSO-de ,TMS) : <5 2.61 (3 
H, s), 7.68 (1H, d, J=8.8 Hz), 7.77 (2H, d, J=8.6 
Hz), 8.01 (2H, d, J=8.7 Hz), 8.14 (1H, bs), 8.29 
(lH.dd, J=2.7. 8.8 Hz), 8.63 (1H. d, J=2.7 Hz); 

mm\\ 5 6) N- (3-7-fe^/l/7x-;W - (2 

3 - 7-fef-7l/7— U> (7. 4 4g, 5 5. Ommo 
1) s DMA (7 5mL) fcfctffc 2 -^PP- 5 
Fp£JH§&*pD F (1 3. 9g, 63. 3mmo 

i) *\mLx, mimmmitcmm^ mm 
BWfc^ft (i7. 4 g, ir^9 9%) mrc 0 

[0 2 5 8] 1 H-NMR (400MHz, DMSO-de ,TMS) : 8 2.63 (3 
H, s), 7.53 (1H, t, J=7.9 Hz), 7.69 (1H, d, J-8.8 
Hz), 7.80 (1H, d, J=7.9 Hz), 8.03-8.06 (1H, ■), 8. 
11 (1H, bs), 8.13 (1H, bs), 8.29 (1H, dd, J=2.7, 
8.8 Hz), 8.64 (1H, d, J=2.7Hz); 

mmini 57) n- [4- t (3, 5—^— t e r t 

-7'f-;b-4-t: Yu^s^yVJh) 757] 7j.~ 
- (2-7PP-5--hP7x~;W -hfrtf^ 

5K 

4- [ (3, 5-^-t e r t-7^;V-4-tFP + 
WsMlV) 75/] 7-Vy (0. 4 4g, 1. 2 
9mmo 1) > DMA (5mL) ft£tffC2-*nn- 

5- - FPglM/PU F (0. 34g, 1. 54m 

mo 1) zmtx, mm2Kfmircmwfo\ 

WHmit&fo (0. 6 3g, lR$9 3%) Zfflco 
[0 2 5 9]' H-NMR(400MHz, DMSO-de ,TMS) : 8 1.44 (1 
8H, s), 7.51 OH, bs), 7.65-7.73 (6H, m), 7.90 (1 
H, d, J=8.9 Hz), 8.34 (1H, dd, J=2.7, 8.8 Hz), 8.4 
7 (1H, d, J=2.7 Hz), 10.06 (1H, s), 10.68 (1H, s); 
MS (FAB) m/z: 524 (M + H) + ; 

15 8) N - [ 4 - U y- 4 — ( )V- 

7x-;W - (2-7PP-5--FP7 

4- (t;l/*U>-4-^;l/-*;l/^W 
(0. 3 1g^ 1. 50mmol)>DMA(5mL) 

jS: 6 tf K 2 - 7 p P - 5 F Pgotf f?7 P 'J F 
(0. 40g, 1. 8 0mmol)*fffltT, HM'J 

2fcffi«Lfc#B;fct£V\ «Ei«fl:fctt (0. 5 7m 

g, W9 7%) mtco 

[0 2 6 0] 1 H-NMR (400MHz, DMSO-de ,TMS) : S 3.48-3. 
61 (8H, ■). 7.45 (2H, d. J=8.5 Hz), 7.77 (2H, d, J 
=8.6 Hz), 7.91 OH, d, J=8.8 Hz), 8.35 (1H, dd, J= 
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2.7,8.8 Hz), 8.49 (1H, d, J=2.7 Hz), 10.90 (1H, 

s); 

MS (FAB) m/z: 390 (M + H) + : 
WJl 5 9) N— [4- (WVVfrtUl/X-Ad 
7x-;W - (2-^pp-5--hP7x-;W ink 
F 

4- (tMU^#;l^~7l') 7-U> (0. 3 1 g, 
1. 50mmo 1) > DMA (5ml) ft6tffc2-* 
□ o-5-~FDglt^^nU F (0. 4Qg, 1. 
8 0mmo 1) %$fflLT, l«J 2 (CfEicL fc^rit 10 
m\ m&MWt&fa (0. 4 9 g, l|5ft8 5%) £t# 

/Co 

[0 2 6 1] 'H-NMR (400MHz, DMSO-d. ,TMS) : <5 1.51 (4 
H, «), 1.62 (2H, m), 3.50-3.56 (4H, m), 7.41 (2H, 
d, J=8.4 Hz), 7.76 (2H, d, J=8.4 Hz), 7.91 (1H, d, 

J=8.8 Hz), 8.35 (1H, dd, J=2.7, 8.8 Hz), 8.49 (1 
H, d, J=2.7 Hz), 10.88 (lH,s); 
MS (FAB) m/z: 388 (M + H)' I 

(MM® i 6 0) N- [4- WWiMfrX-M 
7x-;W - (2-*nD-5--hD7x-;i0 *^ 20 
^t? F 

4- <eoy$>;l/*;l/#-rt0 7-UXO. 2 9g. 
1. 50mmo 1) > DMA (5mL) fc6tf£2-7 
DP-5--hn$AS»*nU F (0. 4 0g, 1. 
8 0mmo 1) fcffifflLT^ HMJ2 teiL/cT^c 
$V\ llJSiWfbntl (0. 4 7 118 3%) £l# 

fco 

[0 2 6 2] 'H-NMR(400MHz,DMS0-d 6 ,TMS) : 5 3.31-3. 
40 (4H, in), 3.40-3.49 (4H, m), 7.56 (2H, d, J=8.5 
Hz), 7.76 (2H, d, J=8.5 Hz), 7.91 (1H, d, J=8.8 H 30 
z), 8.35 (1H, dd, J=2.6, 8.8 Hz), 8.50 (1H, d, J= 
2.6 Hz); 

MS (FAB) m/z: 374 (M + H)* ; 
(MM® I 6 1) N— [3- [ (3, 5—7- t e r t 
- fi-il - 4 - 1 F o * 1/ 7 x - ;l/) 7 5 7 7 )]/ 
;W 7x-;W - (2-^oa-5--ho7x-;W 
*;MfcMJ-3 F 

3- [ (3, 5-^-tert-W-4-tFD* 
->7x-;W 75/x;b*^;l/] 7~'J7 (0. 3 6 
g, 0. 9 5mmo 1) , DMA (4mL) ft6>tffc2 40 
-7Pn-5--Fa£Htig*DLJ K (0. 2 5 g, 
1. 1 4mmo 1) SffifflbT, ^WW2lCia«Lfc* 
^IBBWft:^ (0. 4 6 g, i&ft8 7%) 

[0 2 6 3] 'H NHRCCDh , 400MHz) : 8 1.32 (18H, 
s), 6.30 (1H, s), 6.76 (2H, s), 7.44-7.48 (2H, a), 
7.67 (1H, d, J=8.8 Hz), 8.10 (1H, d, J=7.7 Hz), 
8.29 OH, dd, J=2.7, 8.8 Hz), 8.29 (1H, bs), 8.58 
(1H, d, J=2.7 Hz); 

(HMO 6 2) N- [3- [ (3, 5-^-tert 50 
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-7f-;b-4-t: Fp^v^TV/W 757] 7i- 
)l] - (2-^PD-5--Fa7x-;V) iJ/VS^ 
S.Y 

3- C (3, 5-i ; -tert-^V-4-tHn* 
^yW;b) 757] 7~*)y (0. 4 8g, 1. 4 

Ommo 1) , DMA (5raL) *5tfK2-^aa- 
5--haSJft*ft^O'J F (0. 37g, 1. 68m 

mo i) *mLx, mm2Km.Lrcmm\i\ 

WEBW-ft^J CO. 6 6g, ©^9 0%) %t#fe 0 
[0 2 6 4] ' H-NMR (400MHz, DMSO-de.TMS) : <5 1.49 (1 
8H, s), 5.65 (1H, s), 7.38-7.40(2H, ■). 7.53-7.55 
(1H, ■). 7.60 (1H, d, J=8.8 Hz), 7.64 (2H, s), 7.7 
8 (1H, s), 8.08 (1H, s), 8.19 (1H, dd, J=2.7, 8.8 
Hz), 8.26 (1H, bs), 8.53C1H, d, J=2.7 Hz); 
(Mm\i 6 3) 4- [4- [ (2-?na-5--F 
07X-/W *;i/#-;i/7^y] 7i-;W 7x-;v- 

4- (4-7577x->W 7-'J> (0. 8 7 5 g^ 
4. 7 5mmo 1) , DMA (1 OmL) &5>lfe2- 
*nD-5--hng&£»*ay K (2. 30g, l 
0. 5mmo 1) fcffiffl LT, ^Jfi«!2lcS3«tfe*j* 
Kfi£V\ fllffiSMb^ftf (2. 4 9 g^ I|X*9 5%) * 

If fco 

[0 2 6 5] ' H-NMR (400MHz, DMSO-de ,TMS) : 5 7.72 (4 
H, d, J=8.7 Hz), 7.81 (4H, d, J=8.7 Hz), 7.91 (2H, 
d, J=8.8 Hz), 8.36 (2H, dd, J=2.8, 8.8 Hz), 8.49 
(2H,d, J=2.8 Hz), 10.81 (2H, s); 
MS (FAB) m/z: 551 (M + H)* ; 

(^MU6 4) n- [4- ( A-*?>v\>*7 ?y- 

l ->f;l/-*;l/«r./l/) 7x-/W - (2-^PP-5 
--hD7x-;W 

4 _ 1 -^/l/-*;l/#^;W 

7-yy (0. 3 3 g, 1. 5 Ommo 1) > DMA 
(5mL) &emc2-^PP-5--FP£f'.tfi^ 
PUF(0. 40g, 1. 8 0mmo 1) l:ffflLt, 

mmzmmbrzm^\ mmmit-BM (o. 

54g> ft* 8 9%) 

[0 2 6 6]' H-NMR(4OOMHz,DMS0-d 6 ,TMS) : <5 2.32 (4 
H, m), 3.34-3.59 (4H, m). 7.42 (2H, d, J=8.6 Hz), 
7.77 (2H, d, J=8.6 Hz), 7.91 (1H, d, J=8.8 Hz), 8. 
35 (1H, dd, J=2.7, 8.8 Hz), 8.49 (1H, d, J=2.7 H 
z), 10.89 OH, s); 
MS (FAB) m/z: 403 (M + H)* ; 

6 5) N- [4- (4-7x-;V^7i>7 

_i->f/i/-3t7/i/#-;W 7x-;W - (2-^pp- 

5--hP7x-;W 
4- (4-7xr.;l/^7>'y- 1 
)V) 7x~)l (0. 42g^ 1. 5 Ommo IK DM 
A (5mL) fc5tffc2-*an-5--Ma£&#B 
^p>JF(0. 4 0gx 1. 8 0mmol) ^fffll 
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(0. 6 6mg, ^9 5%) £t#fc 0 

[0 2 6 7] ' H-NMR(400MHz,DMS0-d6 ,TMS) : 5 3.18 (4 
H, bs), 3.55-3.74 (4H, in), 6.820H, t, J=7.2 Hz), 
6.97 (2H, d, J=8.7 Hz), 7.21-7.27 (2H, in), 7.49 (2 
H,d, J=8.5 Hz), 7.79 (2H, d, J=8.5 Hz), 7.91 (1H. 
d, J=8.8 Hz), 8.36 (lH.dd, J=2.8, 8.8 Hz), 8.51 (1 
H, d, J=2.8 Hz), 10.91 OH, s); 
MS (FAB) m/z: 465 (M + H)* ; 

(MMU 6 6) N- [4 — (4-ter t-7>^> 
jtj)V$-)V\£'*yS?v- l 7xx 
;H - (2-^nn-5--hn7x-/W a/I/**"? 
3= F 

4- (4-t e r t-7*h*'>*;l/*-;l/^9^>- 
1 ->f;l/-*/l/*-;W 7-'Jy (0. 46g, 1. 5 
Ommo 1) > DMA (5mL) S5tfK2-^nn- 

5- -hDfiA#»^DUH (0. 40g, 1. 80m 

mo i) m®ix, m{n2mmbtcmx'ifo\ 

«Kl«{tfcft (0. 7 0gx 4R$9 5%) fcflfco 
[0 2 6 8] 'H-NMR(400MHz,DMS0-d6,TMS) : <S 1.41 (9 
H, s), 3.32-3.55 (8H, m), 7.45 (2H, d, J=8.5 Hz), 
7.77 (2H, d, J=8.5 Hz), 7.91 (1H, d, J=8.8 Hz), 8. 
36 (1H, dd, 1=2.7. 8.8 Hz), 8.50 (1H, d, J=2.7 H 
z), 10.90 (1H, s); 
MS (FAB) m/z: 489 (M + H)* ; 

mmn 67) n- [4- (2-ter t-7>^> 

*;l/*-;l/75y) xf7l>7x-;W - (2-^pp- 
5--hP7x-;W *MW5F 
4-.(2-t e r t-7> + ^A^-^757x^ 
lV) 7-Vy (5. 6 6 g> 2 4mmo 1) s DMA 
(5 0mL) ft&tffc2-*aP-5--hn£A#II 
£p'J F (6. 3 2 g, 2 8. 8mmol) %$fflb 

(10. Og, W9 9%) %Wco 

[0 2 6 9] 'H-NMR(400MHz,DMS0-d 6 ,TMS) : <5 1.37 (9 
H, s), 2.67 (2H, t, J=7.5 Hz), 3.10-3.13 (2H, m), 
7.19 (2H, d, J=8.4 Hz), 7.61 (2H, d, J=8.4 Hz), 7. 
89 (1H, d, J=8.8 Hz), 8.34 (1H, dd, J=2.8, 8.8 H 
z), 8.44 (1H, d, J=2.8 Hz), 10. 64 (1H, s); 
MS (FAB) ra/z: 420 (M + H) + 1 

WI16 8) [4- (2-^nn-5-xhn^y 
W;i/75>0 7x-;W mm if;vxxf;v 
4-7577x-;l/ff® if;Vxxf;K4. 5 8 
g, 2 5mmo 1) * DMA (7 OmL) ft6tffc2- 
^na-5--M3$J&S»^DU F (6. 60g, 3 
Ommo 1) £®fflLT, »l 2 fcE«Lfc#8;Kft 

v\ aaaawfk^* (8. 2 0g,i$9o%)«! 

fee 

[0 2 7 0] 'H-NMR (400MHz, DMSO-de ,TMS) : 5 1.19 (3 
H, t, J=7.1 Hz), 3.64 (2H, s), 4.08 (2H, q, J=7.1 
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Hz), 7.27 (2H, d, J=8.5 Hz), 7.65 (2H, d, J=8.5 H 
z), 7.89 (1H, d, J=8.8 Hz), 8.34 (1H, dd, J=2.8, 
8.8 Hz), 8.46 (1H, d, J=2.8Hz), 10.76 (1H, s); 
MS (FAB) m/z: 401 (M + H)* I 
G9HW16 9) N— [4- (2-7$/X?;l/) 7x 
-/I/] - (2-^nn-5-xhD7xx;l/) 
■9-5 H tttttt 0. 27j«f 
llll 6 7T«L£N- [4- (2-ter t -7 
h^>A;V*x;l/7 = yxf-;V) 7i-;H - (2-7 
DD _5_- ha7xx;l/) jb;U***5F (8. 7 3 
g, 2 0. 8mmo 1 ) , Vt^y (9 OmL) fc'i 
tf4-Ntt{t*iR/y**'9->}S« (1 OmL) *m 

(6. 8 7 g^ IR* 8 4%) ^#7Co 
[0 2 7 1 ] 'H-NMR (400MHz ,DMS0-d 6 ,TMS) : 5 2.86 (2 
H, t, J=7.8 Hz), 3.02 (2H, bs),7.27 (2H, d, J=7.9 
Hz), 7.67 (2H, d, J=7.9 Hz), 7.89 (2H, d, J=8.8 H 
z), 7. 96-8.00 (2H, m), 8.33-8.37 (1H, in), 8.43 (1H, 
d, J=1.5 Hz), 10.74 (lH,s): 
MS (FAB) m/z: 320 (M + hV ; 
(MmnO) [4- (2-^nD-5-xhP^y 

mjw^s) 7xx;w mm 
mmies-vw&Lit [4- (2-^an-5-xh 

uWMfrTS/) 7xx;W mm xf/l/xXfiV 
(7. 0 2 g, 19. 3mmo IK THF (50m 
L ) ft 6 tf fc 1 N -*8Htt h U 7 Lymm (39m 
L) 4 5fcE«Lfc£i*Kft^K 

jSLfc, 1 N-ifiSS* (4 OmL) fcffiffi 

LT, *Wfl!|6 7fcB(8Ufc*ffit^EJSjBll!U * 
ElflWt^lfc (6. 4 7 g, W9 9%) £f#fco 
[0 2 7 2]' H-NMR (400MHz, DMSO-de ,TMS) : <5 3.55 (2 
H, s), 7.26 (2H, d, J=8.5 Hz), 7.64 (2H, d, J=8.5 
Hz), 7.89 (1H, d, J=8.8 Hz), 8.34 (1H, dd, J=2.7, 
8.8Hz), 8.45 (1H, d. J=2.7 Hz), 10.69 (1H, s), 12. 
31 (1H, s); 

MS (FAB) m/z: 335 (M + H) + ; 

mmmi i o n- [4- [4- ceny$»-i- 

>f;l/-7$7) 7x-/W 7xx;H - (2-^pp- 
5-xFP7xx;l/) F 

4 _ ( 4 _tray^-;i/7i-;W r-u> (0. 26 

g, 1. lmmo 1) , DMA (5mL) ft6tf£2- 
7nu-5---ha£j&#87PU H (0. 28g^ 
1 . 2 8 mm o 1 ) ZiM LT, 2 Ki2*Lfc£ 

mz$b\ ummtti® (o. 4 5 g , m9 9%) 

[0 2 7 3] ' H-NMR (400MHz, DMSO-d. JMS) : 6 1.95 - 
1.99 (4H, ■), 3.26 - 3.29 (4H, m), 6.62 (2H, d, J= 
8.7 Hz), 7.51 (2H, d, J=8.6 Hz), 7.59 (2H, d, J=8. 
6 Hz), 7.72 (2H, d, J=8.7 Hz), 7.91 (1H, d, J=8.8 
50 Hz), 8.35 (1H, dd, J=2.7,8.8 Hz), 8.47 (1H, d, J= 
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2.7 Hz), 10.71 OH, s); 
MS (FAB) m/z: 421 (M + H)* I 
(^MiJl 7 2) N- (4-^xf-;b75/7xx;l/) 

4-^xf-;U75/7-'J> (0. 42g, 2. 5 8m 
mo 1) , DMA (5mL) ft&tffc 2 -?PP- 5 - 
xbD^mS^DU F (0. 62g, 2. 82mmo 

i) «blt, m\n2icmmircmi^\ mm 
m<t&fa (o. 6 6 g , mi 3%) ^i#fco 

[0 2 7 4] 'H-NMR(400MHz,DMS0-de ,TMS) : <5 1.08 (6 10 
H, t, J=7.0 Hz), 3.32 (4H, q, J=7.0 Hz), 6.67 (2H, 

d, J=9.1 Hz), 7.48 (2H, d, J=9.1 Hz), 7.87 (1H, 
d, J=8.79 Hz), 8.31 (1H, dd, J=2.8. 8.8 Hz), 8.38 
C1H, d, J=2.8 Hz), 10.33 (1H, s); 
MS (FAB) m/z: 347 00*, 348(M + H)* 

mmm\ 73) n- u-s^f-^rs^x-jw 

- (2-^DD-5--ha7x-;W *;l/#*"9-5H 
4-V**)V7=-Vy (0. 33g, 2. 43mmo 
1) , DMA (5mL) ft6tfiC2-*an-5-xh 
D^Ji#H^DU F (0. 59g, 2. 67mmol) 20 

{tSto (0. 6 6 g, W8 5%) £t#fc 0 
[0 2 7 5] 'H-NMR (400MHz, DMSO-de ,TMS) : <5 2.88 (6 
H, s), 6.74 (2H, d, J=9.1 Hz), 7.52 (2H, d, J=9.1 
Hz), 7.87 (1H, d, J=8.8 Hz), 8.32 (1H, dd, 1=2.8, 
8.8Hz), 8.40 (1H, d, J=2.8 Hz), 10,38 (1H, s); 
MS (FAB) m/z: 320 (M ) + , 319 (M + H)* : 
(tlil7 4) N— [4 — 
AO 7xx;W - (2-*pp-5-xFp7xx;1/) 
fl/Mfc^S F 30 
4- MSM-fr-l-JA') 7-Vy (0. 3 5 
g, 2. 1 8mmo 1) , DMA (5mL) £5tf£2 
-*pp-5-xbP&tggtfP'J F (0. 55g> 
2. 5 0mmo 1) *«fflLT, £jHW2iCB*Lfc# 
mmi£&fa (0. 6 9g, 1R*9 2%) 

[0 2 7 6] ' H-NMR (400MHz, DMSO-da ,TMS) : 8 7.12 (1 
H, bs), 7.67 (2H, d, J=9.0 Hz), 7. 73 (1H, bs), 7.83 

(2H, d, J=8.9 Hz), 7.91 (1H, d, J=8.9 Hz), 8.24 
(lH.bs), 8.36 (1H, dd, J=2.8, 8.9 Hz), 8.51 (1H, 40 
d, J=2.8 Hz), 10.87 (1H, s); 
MS (FAB) m/z: 343 (M + H)* ; 

(MMffll 7 5) N- [4- [ (3, 5-^-t e r t 

;H 7xx;l/] - (2-^un-5-xhD7xx;l/) 
F 

4- [(3, 5-5>-t e r t-7>;l/-4-fc Fp* 
S/7xx;W 7S7*;l/*x;I/| 7x'J> (0. 2 7 
g, 0. 7 2mmo 1) , DMA (3mL) fce>tftC2 
-*pp-5-xhngJ&§»*py F (0. 17gs 50 
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0. 8 0mmo 1) %miT, M#iJ2tc!B«Lfc# 

«aaa«it^« (o. 3 2 g , mso%) 

[0 2 7 7] 'H-NMR(400MHz, DMSO-da ,TMS) : <5 1.27 (1 
8H, s), 6.76 (2H, s), 6.83 (lH.s), 7.66 (2H, d, J= 
8.6 Hz), 7.82 (2H, d, J=8.6 Hz), 7.90 (1H, d, J=8. 
8 Hz), 8.33-8.37 (1H, a), 8.49 (1H, d, J=2.7 Hz), 
9.56-9.59 (1H, m), 11.05(1H, s): 
MS (FAB) m/z: 559 (M )* ; 

7 6) N- (3-S^?7l/7^/) 7x-;V 
- (2-^DP-5-xhD7xx;l/) 

3- i?**)\<7s.y7=.vyr.imm (o. 511 g^ 

2. 45mmol), THF (lOmL), Wfy 
(2mL) ft&tffc2-*Pa-5-xhPg&t»* 
PU F (0. 5 9 g^ 2. 7 Ommo 1 ) 

i»j 2 mmiTzmi^mitco mm®, 
iz.mmmm< oomn &e>mcffi8x*;i/ 

(3 0mL) ttKi, ^WtHLfco ff^nfeW* 
!£#$£U ffift&fi* (20mLX2) -pffiftU to 

H#x^;k 1:1 V/V) ^l^lll/ii, 5> 
^y/P^^x-r^ff-eHfk*^ »ffift**U HIE 
BWft&tl (0. 3 8g, IR*4 9%) *#fco 
[0 2 7 8] ' H-NMR (400MHz , DMSO-de ,TMS) : <5 2.99 (6 
H, s), 6.58 (1H, dd, J=2.2, 8.3Hz), 6.84 (1H, dd, 
J=1.7, 7.8 Hz), 7.16 (1H, t, J=2.2 Hz), 7.23 (1H, 
t,J=8.3 Hz), 7.65 (1H, d, J=8.8 Hz), 7.74 (1H, b 
s), 8.25 (1H, dd, J=2.7, 8.8 Hz); 
MS (FAB) m/z: 319 (M ) + , 320 (M + H)* ! 
(||»jl7 7) N- [4- [4- 

7xx;l/] 7i-;W - (2-^PP-5-xb 
P7xx;V) *MW5F 

4- (tT^Us;x;l/7ix;I/) 7xU> (0. 2 5g, 
1. Ommo 1) , DMA (1 OmL) &6tfK2-* 
pp-5-xhP$ESII^PU F (0. 2 6g^ 1. 
2mmo 1) ££ffll/T\ ^M!12 fciE«tLfc££fcft 
vVfltEBtoffcfctt (0. 4 1 g, iR$9 4%) £fc 

[0 2 7 9] ' H-NMR (400MHz, DMSO-de ,TMS) : 8 1.55-1. 
58 (2H. in), 1.61-1.66 (4H, m), 3.19 (4H, t, J=5.2 
Hz), 7.00 (2H, d, J=8.7 Hz), 7.52 (2H, d, J=8.7 H 
z), 7.62 (2H, d, J=8.6 Hz), 7.74 (2H, d, J=8.6 H 
z), 7.91 (1H, d, J=8.8 Hz), 8.35 (1H, dd, J=2.7, 
8.8 Hz), 8.47 (1H, d, J=2.7 Hz), 10.74 (1H, s); 
MS (FAB) m/z: 436 (M + H)* , 435 (M ) + ! 
(MHffll 7 8) N- [4- [ aMU5»-l-' f 
;W 7^/x;U*x;W 7xx;H - (2-^pp-5 
■xFP7xx;W iiiHW^F 
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4- [ (tMU^y- 1 75/x;i/*-;W 7 

~yy(0. 5 7 g, 2. 2 7mmo IK DMA (5 
ml) %t>TfK2-?UV-5-=.Vu%mW&W) 
F (0. 2 6g, 1. 2mmol)*ftfflU, 
2£ffi«Lfc£S;fcfi&\ HIHg^fb^tl (0. 3 0 
g, iR*3 1 %) £#fc 0 

[0 2 8 0] 'H-NMR (400MHz, DMSO-de ,TMS) : 5 7.30 (1 
H, dd, J=4.7, 8.3 Hz), 7.50-7.54(lH. in), 7.78 (2H, 
d, J=8.8 Hz), 7.86 (2H, d, J=8.8 Hz), 7.90 (1H, 
d, J=8.8 Hz), 8.26 (1H, d, J=4.7 Hz), 8.29 (1H, d, 10 
J=2.5 Hz), 8.35 (1H, dd,J=2.7, 8.8 Hz), 8.52 (1H, 
d, J=2.7 Hz), 10.52 (1H, s), 11.09 (1H, s)I 
mm\ \ 7 9) N— [4- [4- (t;l/*U>-4- 

-r;W 7i-;W 75/x;l/*-;W 7x-;V- (2- 

[4- [4- (t;b*y>-4-' f;W 7xx;b] 75 
7-Uy(0. 4 0g^ 1. 2 1mmo 
1) , DMA (5mL) 2 5 -X F 

ngI»n'JF (0. 2 9g, 1. 3 3mmol) 
fcffifflLT, ^092fclE«Lfc£8;K:lft\ «BE1W 20 

<t£ft (o. 5 1 g, ir*8 i%) mrco 

[0 2 8 1] 'H-NMR (400MHz, DMSO-de ,TMS) : 6 3.01 (4 
H, t, J=4.8 Hz), 3.69 (4H, t, J=4.8 Hz), 6.83 (2H, 

d, J=9.1 Hz), 6.94 (2H, d, J=9.1 Hz), 7.72 (2H, 
d, J=8.7 Hz), 7.82 (2H, d, J=8.7 Hz), 7.90 (1H, d, 

J=8.8 Hz), 8.35 (1H, dd, J=2.7, 8.8 Hz), 8.52 (1 
H, d, J-2.7 Hz), 9.79 (1H, s), 11.05 (1H, s); 
MS (FAB) m/z: 516 (M )* , 517 (M + H)* ; 

mmmiBQ) n- u-7^/7x-ji) - u- 

^nn-5--hn7x-;W'*;l/**"9-5H 30 
mm 5 8T«L7cN- (4-75/7x-;l/) - 

ltt£tt(4. 8 9g, 14. 9mmo 1) ^fnlSlP 
fif7j< (2 0 0mL) ftJ:tf* (1 OOmL) £2 8*18 

i Wfl:^* ( 4 . 2 9 g , m 9 9 %) *mco 
[0 2 8 2] 'H NMR (DMSO-de , 400MHz) : 8 4.99 (1H, 
bs), 6.55 (2H, d, J= 8.8 Hz), 7.34 (2H, d, J= 8.8 
Hz), 7.86 (1H, d, J= 8.8 Hz), 8.31 (1H, dd, J= 8. 
8, 2.8 Hz), 8.37 (1H, d, J= 2.8 Hz), 10.26 (1H, s) 40 

MS (FAB) m/z: 292 (M + H)* ; 

mmmi so n- [4- (n-7p^7^/) 7 

x-;W - (2-^nn-5-^hP7x-;l/) ts)W 
+1*5 F 

mmm \ sots^ltcn- (4-75/7xx;u) - 

(2-7DD-5--hn7x-;W 

(0. 5 8 3 gs 2. OOmmo 1) , tZJ-h (1 
OmL), i/7//J<^fb^7^thU7A (0. 15 1 
gs 2. 40mmo 1) fe.ktfT'a tf*>7;I/rt H 50 
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(0. 2 8 9mU 4. OOmmol) ^ffiffltT^ H 
Mill l 5tcia«Lfc^c^v\ SSttfb^HlttT 
WElWftfcto (0. 3 0 7 g, lfc$4 6%) 

[0 2 8 3] Rf 0. 20 (Hexane: Ethyl acetate, 2:1, v/ 
v): 

1 H NMRCCDCh , 400MHz) : 6 1.01 (3H, t, J=7.3 Hz), 
1.66 (2H, tq, J=7.3Hz), 3.10 (2H, t, J=7.3 Hz), 
6.62 (2H, d, J=8.8 Hz), 7.41 (2H, d, J=8.8Hz), 7.6 
3 (1H, br), 7.64 (1H, d, J=8.8 Hz), 8.24 (1H, dd, 
J=8.8, 2.9 Hz), 8.61 (1H, d, J=2.9 Hz) ; 
MS (FAB) m/z: 333 M* . 

(MffiMl 8 2) N— [4- (Ns N-v7W/l/75 
/) 7i-/W - (2-2nn-5--hD7x-;i/) 

£ft (0. 0 9 9 g, m 1 3 %) *#feo 
[0 2 8 4] Rf 0.47 (Hexane: Ethyl acetate, 2:1, v/ 
v); 

'H NMR(CDC1 3 , 400MHz) : & 0.93 (6H, t, J=7.3 Hz), 
1.61 (4H, tq, J=7.3Hz), 3.24 (4H, t, J=7.3 Hz), 
6.64 (2H, d, J=8.8 Hz), 7.42 (2H, d, J=8.8Hz), 7.6 
2 (1H, br), 7.63 (1H, d, J=8.8 Hz), 8.24 (1H, dd, 
J=8.8, 2.9 Hz), 8.61 (1H, d, J=2.9 Hz); 
MS (FAB) m/z: 375 M* . (ggffll 8 3) N— [4- (4 

-rttfrv^i/y-i-' fiV) 7i-;W - (2- 
^an-5-xhn7xx/i/) F 
mm 1 3 3T«iiLfeN- [ (4-b°^i»- 1 - 
-Y/W 7xx;l/| - (2-^pn-5--FD7x- 
;W *;l/#^3F- 2%W1 (0. 2 0 0 g, 0. 4 
6 1mmol) H\ZV*Jy (2mL) K»j»U 
11(0. 13 1mU 1. 18mmol) ttx.Tlia 

[0 2 8 5] EfSiSifckfiSftM * (2mL) , 7j< (2 
OmL) ^Ufc/RSftfcSEU 7jdo£tB>y 

ft (0. 1 6 4 g. IR$8 8%) ?r!f/c 0 
[0 2 8 6] 'H NHRCCDCh , 400MHz) : 5 2.15 (3H, 

s), 3.14 (2H, t, J=5.5 Hz), 3.19(2H, t, J=5.5 Hz), 
3.64 (2H, t, J=5.1 Hz), 3.78 (2H, t, J=5.1 Hz), 

6.96(2H, d, J=8.8 Hz), 7.55 (2H, d, J=8.8 Hz), 7.6 

6 (1H, d, J=8.8 Hz), 7.81 (1H, br), 8.26 (1H, dd, J 

-8.8, 2.9 Hz), 8.61 (1H, d, J=2.9 Hz) ; 

MS (FAB) ra/z: 403 (M + H)* . 
(IWJl 8 4) N- [4- (4-'OW;Hf'<7S> 

y-1— Y/W 7xx;l/] - (2-^DO-5-xha 

7xx;l/) /!iW^?F 

mm 1 3 3T«LfcN- [ {A-M<y"Jy- 1 - 
■Y;W 7i-;W - (2-^aa-5-xF-D7xx 
;!/) *lH^F-2SIS(0. 2 0 0 g, 0. 4 
6 1 mmo 1) , eUSH^DU F (0. 10 7mL, 
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0.9 2 2mmo 1) , tfU^> (2mL) £$fflt 

«Jl 8 3tCl5«Lfc^C^l\ «(ffii«^ 
«J (0. 0 2 0 g> IR*9%) *ntc 0 

[0 2 8 7] 'H NMRCCDCh , 4Q0MHz) : 8 3.20 (4H, 
m), 3.62 (2H, ■), 3.95 (2H, in), 6.96 (2H, d, J=8.8 

Hz), 7.44 (5H, m), 7.55 (2H, d, J=8.8 Hz), 7.66 
(1H, d, J=8.8 Hz), 7.77 (1H, br), 8.26 (1H, dd, J= 
8.8, 2.9 Hz), 8.61 (1H. d, J=2.9 Hz) ; 
MS (FAB) m/z: 465 (M + H)\ 

mmmi 8 5) n- [4- [4- cn, n-sj***- 10 

;l/757) 7i-/W 7x~;W - (2-*PD-5- 

4- [4- (N, N-^*^;b75/) 7i-;W 7 
"ijy(0. 3 1g, 0. 7 5mmo IK DMA (1 
OmL) ft£tffc2-*an-5--hngA#»*a 
U F (0. 20gv 0. 9 1 mmo 1) ^MfflLTs H 

Mij2tciBi(b/c^t^v\ wmmntco mn 
tz.mmm, mm\ 4 6mvmtmK. 4- 

NM*|->W>iiO. 4mLfcTfflJIU ft 

ie a m&mm c 0 . 4 7 g , k$ 9 9 %) 20 

feo 

CO 2 8 8] ' H NMRCDMSO-de , 400MHz) : 8 0.83 (6H, 

t , J= 6.7 Hz), 1.12 - 1.80 (24H, ■), 4.7 - 5.2 
(4H, m), 7.7 - 7.9 (8H, m), 7.91 (2H, d, J= 8.8 H 
z), 8.36 (1H, dd, J= 2.7, 8.8 Hz), 8.49 (1H, d, J= 

2.7 Hz), 10.88 (lH.s) '< 
MS (FAB) m/z: 592 (M + H) + 591 ( M )* ; 

(£fiWWl8 6) N — [4- [4- (tfn-;l/- l -4 
)V) 7i-;W 7i-;W - (2-^PP-5--hP 
7x-;W 30 

(18 6a) 4 - [4 - (t?a-/U- 1 -^/W 7i- 

4- (4--hD7x-;W 7-U> (8. 4 9g, 3 
9. 6mmol)0ftl(4OmL)I«:2, 5- 
V* hf-i/f-hyt Kd77> (1 0. 47g, 7 9. 
2 mmo 1) ^iP^-s 5lMin$iSMbfco ©Sffifcffi 

m x-r;b (20 omL) %mnmu mm 
m&u mmmts® o. e 5 g , $$92%) 

[0 2 8 9] 'H NMRCDMSO-de , 400MHz) : 8 6.32 (2H, 40 
t, J= 2.2 Hz), 7.49 (2H, t, J=2.2 Hz), 7.76 (2H, 
d, J= 8.7 Hz), 7.90 (2H, d, J= 8.7 Hz), 8.02 (2H, 
d,J= 8.8 Hz), 8.31 (2H, d, J= 8.8 Hz), 10.82 (1H, 
s) ; 

MS (FAB) m/z: 000 (M + H) + ; 
(18 6 b) 4- [4- (tf P-;l/- 1 — <)V) 7x- 

mm i86a -eauBLfc 4 - [ (4 - 1? u->i- 1 - 

-f;W 7x-;W -hD^>-tf> (9. 6 5gs 3 6. 

5 mmo 1) ©vW+rv (2 0 OmL) feitf^/ 50 
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(1 OOmL) CiliC-^/Wn'J F6;j<t!% 
(17. 3 6gx 7 3. Ommo 1) %1ia*.tc%. JKtK 
«^TKT**{t*'7** HJ 7 A ( 5 . 5 3 g , 14 
6mmo 1) £$^ctoxfc 0 EfSffifciftSSU figftffl 
a*f*46tffcffi»xf-;V (#4 OOmL) 

fc&fo (6. 6 7 g, $*7 8%) mtco 
[0 2 9 0] ' H NMRCDMSO-de , 400MHz) : 8 5.25 (2H, 
bs), 6.26 (2H, t, J= 2.2 Hz), 6.65 (2H, d, J= 8.6 
Hz), 7.37 (2H, d, J= 2.2 Hz), 7.39 (2H, d, J= 8.6 
Hz), 7.56 (2H, d, J= 8.8 Hz), 7.65 (2H, d, J= 8.8 
Hz) ; 

MS (FAB) m/z: 000 (M + H)* ; 
(18 6c) N- [4- [4- (t?a-;l/- 1 — i)V) 
7x-;W 7x-;W - (2-^nn-5--hD7x 

mm 18 6b •vmitz [ 4 - ( 4 - e n-;l/- 1 - 
-T;W 7x-;W 7-U> (0. 4 7 g, 2. Ommo 
1) % DMA (1 OmL) &£tftC 2 -*UD- 5 
hnfiJft§M^oU F (0. 53g^ 2. 40mmo 

i) ^ffltr, ^Mij2(ciatL/c££^\ ffae 

iWft^ (0. 7 5 g, W9 0%) £t#fco 
[0 2 9 1] ' H NMRCDMSO-de , 400MHz) : 8 6-30 (2H, 
t, J= 2.0 Hz), 7.43 (2H, t J= 2.0 Hz), 7.67 (2H, 

d, J= 8.6 Hz), 7.7 - 7.83 (6H, m), 7.92 (1H, d, J= 
8.5Hz), 8.36 (1H, dd, J= 8.5 , 2.7 Hz), 8.50 (1H, 
d, J= 2.7 Hz), 10.82 (1H, s) ! 

MS (FAB) m/z: 418 (M + H)* ; 
(till 87)N-[[4-[4- 

l— f;w 7i-;W 7^/x^*~;W 7x-;W - 
(2-^DD-5--hn7i^;W #;MMr1J-5 F 
4 _ [ [ 4 _ (^^y-^-l-^W 7x-/W 7 
= 7-U> (0. 3 1g, 1. Ommo 

1) , DMA (1 OmL) &£>tftC 2 -7PP- 5 -X 
hOfiJ&§K^oU F (0. 2 6g^ 1. 2mmol) 

\t%% (0. 3 0 g, W6 1 %) fcfcfco 
[0 2 9 2] 'H NMRCDMSO-de , 400MHz) : 8 7.06 (1H, 
s), 7.21 (2H, d, J= 8.7 Hz), 7.53 (2H, d, J= 8.7 

Hz), 7.63 (1H, s), 7.80 (2H, d, J= d, 8.8 Hz), 7.8 

5 (2H, d, J= 8.8 Hz), 7.89 (1H, d, J= 8.8 Hz), 7.9 

6 - 8.03 (1H, m), 8.13 (1H, s), 8.35 (1H, dd, J= 
8.8, 2.7 Hz), 8.51 (1H, d, J= 2.7 Hz), 10.44 (lH.b 
s), 11.08 (1H, s) ; 

MS (FAB) m/z: 498 (M + H)* ; 
mm%\ 8 8) N— [4- (N-x^;l/-N-^'> 
)V7^/) 7xX>W - (2-^DP-5--hP7x 
-;W iifrttVS F 
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mm\l 1 5T?S3il/fcN- [4- (N-xf-/KT5 
y) 7i-;W - (2-^PO-5--bD7x-;W 
MIW?F(0. 0 6 2 g, 0. 19 5mmo 
1) , (1. 2mL), ^7/*JR{t*9* 

tHJ9/» (0. 0 1 5g, 0. 2 3 4ramo 1) fei 
;l/ (0. 0 3 5ml, 0. 2 9 3mmo 

i) ttimix, mm 1 1 5 tciat tfc^t^\ 
siaawft^ft (0. 0 1 9 g , W2 5%) 

[0 2 9 3] Rf 0. 52 (Hexane: Ethyl acetate, 2:1, v/ 
v); 

'H NMRCCDCh, 400MHz) : 8 0.90 (3H, t, J=7.3 Hz), 

1.15 (3H, t, J=7.3Hz), 1.32 (6H, in), 1.58 (2H, 
a), 3.25 (2H, t, J=7.3 Hz), 3.37 (2H, q, J=7.3 H 
z), 6.65 (2H, d, J=8.8 Hz), 7.42 (2H, d, J=8.8 H 
z), 7.62 (1H, d, J=8.8 Hz), 7.69 (1H, br), 8.22 (1 
H, dd, J=8.8. 2.9 Hz), 8.58 (1H, m) ; 

MS (FAB) m/z: 403 M\ 
(Sill 8 9) N— [4- (N-xf-;P-N-7°Pt? 
;]/75/) 7x-;W - (2-^na-5-xhD7x 
x;W Sul/tf+tf? F 

^M'Jl 8 l"T?JS!lLfcN- [4- (N-7W^75 
/) 7x-;W - (2-^PP-5-xbP7xx;b) 
(0. 0 5 6 g, 0. 16 8mmo 

1) , (2mL) x i/r;7\<mtt^mi-h 

U7A (0. 02 1 0. 2 9 4mmo 1) &<fct>*7 
•feF7;l'T£ F (0. 0 1 6mL, 0. 2 9 4 mm o 

i) mmLXs gffifti 1 5KKtttfe5ErSfci8ev\ 

JMBlWffcSft (0. 0 2 9 g, IR*5 4%) ^Wu 
[0 2 9 4] R f 0.26 (Hexane: Ethyl acetate, 9:1, v/ 
v): 

'H NMRCCDCla . 400MHz) : 6 0.94 (3H, t, J=7.3 Hz), 

1.16 (3H, t, J=7.3Hz), 1.62 (2H, tq, J=7.3 Hz), 
3.22 (2H, t, J=7.3 Hz), 3.38 (2H, q, J=7.3Hz), 6.6 
5 (2H, d, J=8.8 Hz), 7.41 (2H, d, J=8.8 Hz), 7.62 
(1H, d, J=8.8Hz), 7.69 (1H, br), 8.22 (1H, dd, J= 
8.8, 2.9 Hz), 8.58 (1H, d, J=2.9 Hz) ; 

MS (FAB) m/z: 361 M\ 

Sill 9 0) N- [4- (4-tet t-fb^ 
#/l,*X;P75/7xx;l/) -97V-)]y-2-^M 
- (2-7PP-5-xhP7xx;l/) ft/W^+UF 

(19 0 a) 2-757-4- (4-t e r t-7^ 
5/#;I/#x;l/75/7xx;l0 f-TV—fl/ 
2-757-4- (4~75/7xX;l/) 97V~)l 

(2. 15g, 11. 2mmo 1) (DtZS-fr (3 0 
mL) mK. t e r t -7h*>siifr$VWmfflS 

(2. 9 4g, 13. 5mmo 1) *iPA-lftSSCllL/ 

feo ELi&mmu mmmw* (somu as 

tfKff»x^;l/ (5 0mL) *jta*-l$IHit# Lfc& 
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;i/x-r;i/ (i pe) m&tt, mmu mmmit^ 

ft (1. 8 0gs IR$5 5%) &#fco 
(19 0 b) N— [4- (4- t e r t -7>*S/#/l/ 
#x;l/7577xx;W f-77-^-2-^;W - (2 
-7na-5-xhn7xx;W *;l/^+r5 F^MJ 
1 9 0 a "£«(,£ 2 -75/- 4- (4-tert- 
7b*^#;l'#x;l/75/7xX;l/) f-77-;l/ (0. 
4 9 g, 1. 67mmo 1) , DMA (5mL) ftfiO' 
tC2-^nD-5-xhD$m§t^D'J F (0. 40 
g % 1. 8 4mmo 1) £$fflLT, f»2K§ei!L 
81151 Wfk^ft (0. 5 5 g, 1R*6 9 

%) mko 

[0 2 9 5] ' H NMRCDMSO-de , 400MHz) : 5 7.52 (2H, 
d, J= 8.7 Hz), 7.56 (1H, s), 7.81 (2H, d, J= 8.7 
Hz), 7.88 (1H, d, J= 8.8 Hz), 8.35 (1H, dd, J= 8. 
8, 2.7 Hz), 9.46 (1H, s) ; 
MS (FAB) m/z: 475 (M + H) + ; 

9 l) N- (3-tFn^>7xx;W - 
(2-7np-5-xhP7xx;W F 
3-75/7x/-;l' (1. 09g, lO.Ommo 
1) % DMA (20mL) ft&tffc 2 -*PP- 5 -X 
HugJ6S»^ny F (2. 3 1 g, 10. 5mmo 

i) zmi?. mm2immrcmMfo\ mz 
mitsvs (2. 1 9 g, mi 5%) mtco 

[0 2 9 6] 'H NMR (DMSO-de , 400MHz) : 5 6.52 - 6. 
55 OH, ■), 7.04 - 7.07 (1H, m),7.14 (1H, t, J= 8. 
0 Hz), 7.30 (1H, t, J= 2.1 Hz), 7.88 (1H, d, J= 8. 
9 Hz), 8.33 (1H, dd, J= 8.9, 2.8 Hz), 8.43 (1H, d, 
J= 2.8 Hz), 9.49 (1H, s), 10.57 (1H, s) ! 
MS (FAB) m/z: 292 (M + H) + ! 
(Mm I 9 2) N- [4- (4-75/7xX;|/) 7 
xX/M - (2-^PP-5-xFP7xx;l/) fs)W 
+■9-5 F 

mmsimmitc n- [4- [4- (N-ter 

t _ 7 y. jj ;i/tw;I/) 7 5 / 7 x x;l/] 7x x;V] 
- (2-^PP-5-xhP7xx;l/) *;l/#*1f5H 
(4. 3 7 g, 9. 34mmol) ©Ml^l^ (1 
OOmL) mK7-V-)V (lmL) fc6tffcHJ7 
;l/*pft« (l OmL) fcira*. 2lf»lfto EfS 
1«» ftffittftS** (3 OOmL) 
(2 OOmL) %AP^at^Lfco 1 Btfl^ ^W7p 
e;l/x-r;l/ (5 OmL) e>£ 3 0#raflt#L 

fc, ffifflbfc@ft%»SK£*IU SIEBtftffcSft (3. 
3 8 g^ 119 8%) *Hfco 
[0 2 9 7] 'H NMR (DMSO-de , 400MHz) : <5 5.19 (1H, 
d, J= 8.2 Hz), 6.64 (2H, d, J=8.5 Hz), 7.36 (2H, 
d, J= 8.5 Hz), 7.55 (2H, d, J= 8.7 Hz), 7.71 (2H, 
d,J= 8.7 Hz), 7.90 (1H, d, J= 8.8 Hz), 8.34 (1H, d 
d, J= 8.8, 2.8 Hz), 8.47C1H, d, J= 2.8 Hz), 10.70 
50 (1H, s) ; 
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MS (FAB) m/z: 368 (M + H)* , 367 ( M )* 
(MffiMl 9 3) N— (4-fcKP**>7x-/W - 
(2-*nD-5--bB7x-/W fc^jjfcM^ F 
4-75/7x/-;V (3. 52g, 3 2. 3mmo 
1) % DMA (50mL) 2 -7DU- 5 

hDS,SSH^DU F (7. 4 5g, 3 3. 9mmo 
1) ^fflLT, 1«2£a2«Lfc7J&»\ UK 
IWft^H (6. 2 9 g, lR$7 4 %) £$fc 0 
[0 2 9 8] 'H NMRCDMSO-de , 400MHz) : 6 6.76 (2H, 
d, J= 8.8 Hz), 7.49 (2H, d, J=8.8 Hz), 7.88 (1H, 10 
d, J= 8.8 Hz), 8.32 (1H, d, J= 8.8, 2.7 Hz), 8.41 
(1H, d, J= 2.7 Hz), 9.34 (1H, s), 10.45 (1H, s) I 
MS (FAB) m/z: 292 ( M )* ; 

mmmi 94) n- [4- [4- cn, N—>vat? 

;V757) 7xx;i/] 7x-;H - (2-?pd-5- 

- hD7x-/W *7l/Jf5*"9-5 F 
4- [4- (N, N-^7oe;I/7^/) 7xX;b] 7 
z'jy (0. 0 4 5 g, 0. 1 7mmo IK DMA 

(5mL) %htf\C2-2uu-5--YU%.MM^ 
niJF(0. 0 4 4 g, 0. 2mmo 1) SffifflUT, 20 
^«W2Ke*Lfe*Slcfi£V\ *KH«ft:£ft (7 2 
mg, IR*9 6%) £l#fc 0 

[0 2 9 9] Rr 0.00(Hexane:Ethyl acetate, 9:1. v/ 

v); 

'H NMR(DMS0-d 6 , 400MHz) : 6 0.90 (6H, t, J= 7.4 H 
z), 1.50 - 1.60 (4H,m), 3.27 (4H, t, J= 7.4 Hz), 
6.70 (2H, d, J= 8.8 Hz), 7.47 (2H, d, J= 8.8 Hz), 
7.58 (2H, d, J= 8.7 Hz), 7.72 (2H, d, J= 8.7 Hz), 
7.90 (1H, d, J= 8.8 Hz), 8.35 (1H, dd, J= 8.8, 2.8 
Hz), 8.47 (1H, d, J= 2.8 Hz), 10.71 (1H, s) \ 30 
MS (FAB) ra/z: 452 (M + H)* ; 

mmni 95) n- [4- [4- (N-^^75 

/) 7x-;W 7x-;W - (2-7PP-5-xhP 
7i-;V) F 

mmmi Qzxmmirc^- [4- (4-75/71^ 

M 7i-;W - (2-^nn-5--hn7x-;W 
F (2. 0 4g, 5. 55mmol) 5^ 
(4 0mL) fc«£#> ->r/**fl:*7Jl5 
tFU7A (0. 6 9 8 g, 11. lmmo 1) 
^•9-t-;l/(l. 3 3mU 11. lmmoD^P 40 
X.T0°CtT 4 BSH, SSIC T 1 2 Bf L fc 0 

[o3oo] &mmcmmmm< (2 0 omi) %i® 
)i-?m, mrnmhxmmmt^ (2. 02 g , 

IR$8 2%) £l#fc 0 
[0 3 0 1] Rr 0. 83 (Hexane: Ethyl acetate, Kl, v/ 
v); 

'H NMR(DMS0-de , 400MHz) : 8 0.88 (3H, t, J =6. 6 H 
z), 1.26 - 1.42 (6H,m), 1.56 (2H, in), 3.25 (2H, t, 
J=7.3 Hz), 5.75 (1H, br), 6.63 (2H, d, J=8.8 Hz), 50 
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7.41 (2H, d, J=8.8 Hz), 7.56 (2H, d, J=8.8 Hz), 
7.71 (2H, d, J=8.8 Hz), 7.90 (1H, d, J=8.8 Hz), 8. 
35 (1H, dd, J=8.8, 2.9 Hz), 8.47 (lH.d, J=2.9 Hz), 
10.70 (1H, s) ; 
- MS (FAB) m/z: 451 M* . 

(MMWl 9 6) N— [4- [4- (N-^^l/-N 
-**)W*S) 7x-;W 7x-;W - (2-^pp 
-5--hD7i-;W 

mm I 9 5T:«L/cN- [4- [4- Ql-<\*i/ 

;l/73 7) 7x-;W 7i-;W - (2-?pp-5- 
xFP7xX;l/) */l/#*"9-5H (0. 2 0 0 g^ 0. 
4 3 3mmo 1) £DMF (2mL) #* 
fbtFU7A (0. 0 2 1 g, 0. 4 8 7mmo 1) t 

Aua.fco o icjct 3 o ^raaWPUfc^ 3 7fk^^ 

(0. 0 3 3mL, 0. 5 3 1 mm o 1 ) £fr!*.T£ 5 

ci 5»mi«ffLfeo 

[0 3 0 2] (20mL), ISftfiW* 

(lmL) ^rilPXs ^x^-ettffiLfco W8WB£& 

7jcBSStF'j7A-eK*iu ^^£s nenfcas 

^>'j*y;^7i,^DYh^77^- (r\**ry.m 

m^fi, 3 : i, v/v) *fflv^T«i«L, mmm 

QC&to (0. 18 5 g, m<d 0%) ^ll/io 
[0 3 0 3] Rf 0.43 (Hexane: Ethyl acetate, 2:1, v/ 
v); 

'H NMR(CDC1 3) 400MHz) : 5 0.89 (3H, t, J=6.6 Hz), 
1.30 - 1.45 (6H, ■), 1.56 (2H, tt, J=7.3 Hz), 3.1 
1 (2H, t, J=7.3 Hz), 3.53 (3H, s), 3.76 (1H, br), 
6.60 (2H, d, J=8.8 Hz), 7.13 (2H, d, J=8.1 Hz), 7. 
31 (2H, d, J=8.1 Hz), 7.36 (3H, m), 7.96 (1H, dd, 
J=8.8, 2.9 Hz), 8.06 (1H, d, J=2.9 Hz) ; 
MS (FAB) m/z: 465 M* . 

(UMijl 9 7) N- [4- [4- (N-X*;l/-N- 
s\*i/}]/7Z/) 7xx;l/] 7i-;W - (2-7PP 
-5-xhD7xx;l/) *;l/#*"9-5F 
mm 1 9 5 VtB&LIt N - [ 4 - [ 4 - (N -<\*i/ 
/1/757) 7i-;H 7x-/W - (2-7PP-5- 
xhD7xx;I/) K (0. 16 9g, 0. 

3 5 2mmo 1) fc^*/-^ (2mL) IC»1*^ 
S/7/**{tJh«7*thU7A (0. 1 5 0 g. 2. 3 
9mmo 1) , 7-fch7;W*fcK (0. 5 0 0mU 
8. 9 4mmo IK M$»M«£Jjn*T0 o C-e4 

lfi?l 4B#M#L/co 
[0 3 0 4] SJS^ffifCfflafit* (2 ml) > 7j< (2 
OmL) **0A, £UfcWfel£3®U 7K '>W7 

(0. 112 g, lR$6 2%) fcfcfco 
[0 3 0 5] Rr 0.1 9 (Hexane: Ethyl acetate, 2:1, v/ 
v); 

'H NMR (DMSO-de , 40011Hz) : <5 0.88 (3H, t, J=6.2 H 
z), 1.10 (3H, t, J=7.3 Hz), 1.31 (6H, a). 1.55 (2 
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H, i), 3.27 (2H, m), 3.38 (2H, q, J=7.3 Hz), 6. 71 
(2H, d, J=8.8 Hz), 7.49 (2H, d, J=8.8 Hz), 7.59 (2 
H, d, J=8.8 Hz), 7. 72 (2H, d, J=8.8 Hz), 7.90 (1H, 
d, J=8.8 Hz), 8.35 (1H, dd, J=8.8, 2.9 Hz), 8.47 
(1H, d, J=2.9 Hz), 10.71 (1H, s) ; 
MS (FAB) ra/z: 479 M* . 
mmWl 9 8) N- [4- [4- (N-'v^F-N 
-7°ni£;b75y) 7x-;W 7x-;W - (2-*d 

^fil^Jl 9 5T«t/cN- [4- [4- (N-'n** 
;l/75y) 7x-;l/] 7x-;H - (2-^dp-5- 
-hD7x-;W #/l/J|fcM?-5F (0. 2 0 0 g, 0. 
4 3 3mmo 1) £THF (4mL) 7*0 
^^y/^rt: F (0. 12 8mL, 1. 7 7mmo 
1),I1 (0. 2 0 3mU 3. 54mmolK F 
U7*F*'>*M:*tf**HJ$£ (0. 3 7 5 g> 
1. 7 7mmo 1) *An^ OtKTl. 

/Co 

[0 3 0 6] SJSMl^g@ftfif7j< ( 1 OmL) , * 

(2 0mD mm^)imta,LTco ^mmu 

BtlfcSSfcX*/-^ (2mL) l*JO 

frjL-Tjirmfe, mm ixmm m&ta 

(0. 1 5 8g^ UX*7 2%) Sllfco 
[0 3 0 7] Rf 0. 29 (Hexane: Ethyl acetate, 3:1, v/ 
v); 

'H NMRCCDCls , 400MHz) : 5 0.90 (3H, t, J=6.6 Hz), 
1.02 (3H, t, J=7.3Hz), 1.28 - 1.45 (6H, m), 1.60 

(2H, m), 1.71 (2H, a), 3.12 (2H, t, J=7.0Hz), 3.92 
(2H, t, J-7.3 Hz), 6.61 (2H, d, J=8.8 Hz), 7.14 

(2H, d, J=8.8Hz), 7.32 (2H, d, J=8.8 Hz), 7.37 (3 

H, m), 7.94 (1H, dd, J=8.8, 2.9 Hz), 8.01 (1H, d, 

J=2.9 Hz) ; 

(M#iJl 9 9) N- [4- [4- (N-7f-;l/-N- 
^i^75/) 7i-;J/] 7x-;H - (2-^pp 
-5--ho7x-;W 

^MU 9 5T«LfcN- [4- [4- (N-'V^ 
;F75/) 7x-;W 7i-/W - (2-^na-5- 
-ha7x-;W A;i/#**3H (0. 2 0 0 g, o. 

4 3 3mmo 1) , 79 L ;l/7;I/rtF (0. 160m 
L s 1. 7 7mmol),H(0. 2 0 3mL, 3. 

5 4 mm o 1 ) , F U 7-fe F*^7j<fit{t*7fRt F U 7 
A (0. 3 7 5 g, 1. 7 7mmo 1) , fc«fctfTHF 

( 4 m D zmiXs mm 1 9 s tEiKLfc&Stfc 

tfr\ *SBB«{fc£to (0. 1 7 5 g, lR*7 8%) * 

[0 3 0 8] R f 0.31 (Hexane: Ethyl acetate, i:i, v/ 
v); 

'H NMRCCDCls , 400MHz) : 6 0.91 (3H, t, J=6.6 Hz), 



0. 97 (3H, t, J=7.3Hz), 1.30 - 1.44 (6H, ■). 1.54 
- 1.66 (6H, m), 3.31 (4H, ■), 6.71 (2H, d, J=8.8 H 
z), 7.47 (2H, d, J=8.8 Hz), 7.57 (2H, d, J=8.8 H 
z), 7.64 (2H, d, J=8.8 Hz), 7.66 (1H, d, J=8.8 H 
z), 7.84 (1H, br), 8.26 (1H, dd, J=8.8,2.9 Hz), 8. 
62 (1H, d, J=2.9 Hz) ; 

MS (FAB) m/z: 508 (M + H)* . 

0 N- [4- [4- (N-^^b-N 

-^>^;V75/) 7x-;W 7x-;W - (2-7P 

10 P-5--hP7x-;W F 
mm 1 9 5 T«Lfc N - [ 4 - [ 4 - (N 
/1/75/) 7x-;W 7x-/W - (2-^DD-5- 

-hn7x-;W *;i/#*t5K (o. 2 0 0 g^ o. 
4 3 3mmol), n-Si7^ftK(0. 18 8m 
U 1. 77mmo 1) , fffti (2 0 3mL 3. 54 
mm o 1 K F U 7-t F+SokJRfl;**** F U 7 A 
(0. 3 7 5 g, 1. 7 7mmo 1) > fe^THF 

(4mD *mb?, mm 1 9 sictmircm^ 
m\ ummt^s (0. 2 1 2 g , ©9 2%) & 

20 &fco 

[0 3 0 9] Rf 0.34 (Hexane: Ethyl acetate, i:i, v/ 
v); 

'H NMRCCDCls , 400MHz) : 6 0.91 (5H, a), 1.32 - 1. 
44 (8H, ■), 1.52 - 1.68 (6H, in), 3.30 (4H, t, J=7. 

3 Hz), 6.71 (2H, d, J=8.8 Hz), 7.47 (2H, d, J=8.8 
Hz), 7.58 (2H, d, J=8.8 Hz), 7.65 (2H, d, J=8.8 H 
z), 7.66 OH, d, J=8.8 Hz), 7.84 (1H, br), 8.27 (1 
H, dd, J=8.8, 2.9 Hz), 8.63 (1H, d, J=2.9 Hz) I 

MS (FAB) ra/z: 522 (M + H)* . 
30 (.mmzOD N- [4- [4- (N, N-S*n*5' 
/F757) 7x-;F3 7x-/W - (2-*nn-5- 
-Fn7i-;V) AM^^F 
mm I 9 5T*«ifiUfeN- [4- [4- (N-^**> 

;F75/) 7x-;W 7x-;W - (2-^pp-5- 
-FP7x^;F) *MW^F (0. 20 Og^ 0. 

4 3 3ramol),'\W-;K0. 2 1 2mU 

1. 77mmoI),ftl(2 0 3mL, 3. 54mm 
o IK FU7^F4^7j<fg{t*7Jtt FU7i> (0. 
3 7 5 g, 1. 77mmolK fc<fctfTHF (4m 

40 D mm lx. mm 1 9 8 Ktmircmm^ 
mmmit&vs co. 1 2 8 g, ir*5 4%) mtu 

[0 3 10] Rf 0.35 (Hexane: Ethyl acetate, 1:1, v/ 
v); 

'H NMRCCDCh, 400MHz) : <5 0.91 (6H, t, J=6.6 Hz), 
1.28 - 1.42 (12H, in), 1.61 (4H, m), 3.30 (4H, t, J 

=7.3 Hz), 6.71 (2H, d, J=8.8 Hz), 7.47 (2H, d, J= 

8.8 Hz), 7.58 (2H, d, J=8.8 Hz), 7.65 (2H, d, J=8. 

8 Hz), 7.66 OH, d, J=8.8 Hz), 7.84 (1H, br), 8.27 
(1H, dd, J=8.8, 2.9 Hz), 8.63 (1H, d, J=2.9 Hz) ; 
50 MS (FAB) m/z: 536 (M + H)* . 
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(HMU2 0 2) N- [4- [4- (N-^y^/U75 
/) 7x-;V] 7x-;V] - (2-^DP-5--hD 

^MU 9 2-eSigUfcN- [4- (4-7577x- 
;W ~7j.-M - (2-^DD-5--hD7i-;W 
*;V#*^5F (1. 5 0g^ 4. 08mmol) W 
(3QmL) F U 7-fe F**** 

{t*7!?tHJ7A (0. 9 5 0 g^ 4. 49mmo 

1) fe*tfn-g¥7/l/rt F (0- 4 7 7mL, 4. 
4 9mmo 1) ^tlx.T0 o C(CT 4Mt#Lfc 0 10 

[0 3 1 1 ] EiSfcftfcftfiS* (lOOmL) 

y.mtx*/]/, 3:1, v/v) ^ffl^rffiiits a 

»©*RiWft:£«i ( 1 • 1 5 g) %t#/c 0 
[0 3 12] f§5nfcSK0{fc^*:n*y-;Wcjta& 

tttcXfi/ U tiffrfi? A? a v F 7*7 7 - (^f- 
y:ft»xf-;K 3M, V/V) £ffl^Tf»MU II 20 
ElWfb^ft (0. 143g, 8%) £l#fc 0 
[0 3 13] Rr 0.74(Hexane:Ethyl acetate, i:i, v/ 
v); 

' H NMR(DMSO-ds , 400MHz) : 6 0.90 (3H, t, J=7.0 H 
z), 1.35 (4H, m), 1.56 (2H. in), 3.02 (2H, t, J=7.3 

Hz), 5.72 (1H, br), 6.63 (2H, d, J=8.8 Hz), 7.41 
(2H, d, J=8.8 Hz), 7.56 (2H, d, J=8.8 Hz), 7.71 (2 
H, d, J=8.8 Hz), 7.90 (1H, d, J=8.8 Hz), 8.34 (1H, 

dd, J=8.8, 2.9 Hz), 8.47 (1H, d, J=2.9 Hz), 10.70 

(1H, s) ; 30 
MS (FAB) m/z: 437 M + . 

(HM>J2 0 3) N— [4- [4- (N-7W75 
7) 7x-;W 7x-;U] - (2-^ao-5--ho 
7xx>W *;l/**-9-5H 

mmmi9 2mmircn- [4- (4-75/7x^ 

;W 7i-;W - (2-^an-5--hD7x-W 
F ( 1 . 50g, 4. 0 8 mm o 1 ) > ^ 
*7-;l/ (3 0mLK i/7/7kmtt^mi-VV<yh 
(1. 5 4g, 2 4. 5mmol) W7W/l'f 
tF (2. 2 0mL, 2 4. 5 mm o 1 ) fcfflffl LT* 40 

(1. 5 0gs W8 6%) fcUfco 
[0 3 14] Rr 0.69(Hexane: Ethyl acetate, i:i, v/ 

v); 

'H NMRCDMSO-de , 400MHz) :S 0.93 (3H, t, J=7.3 H 
z), 1.40 (2H, tq, J=7.3, 7.3 Hz), 1.54 (2H, tt, J= 
7.0, 7.3 Hz), 3.03 (2H, t, J-7.0 Hz), 5.74 (1H, b 
r), 6.64 (2H, d, J=8.4 Hz), 7.42 (2H, d, J=8.4 H 
z), 7.56 (2H, d, J=8.4 Hz), 7.71 (2H, d, J=8.4 H 
z), 7.90 (1H, d, J=8.8 Hz), 8.35 (1H, dd, J=8.8, 50 
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2.9 Hz), 8.47 (1H, d, J=2.9 Hz), 10.70 (1H, s) ; 
MS (FAB) m/z: 423 M* . 
(&SHW2 0 4) N— [4- [4- (N-7W;b75 
7) 7x~M 7x-;W - (2-^DD-5--ha 
7x-;W *;l/#*^5F 

HSWWl 9 [4- (4-75/7xX 

jl) 7x-;W - (2-*nB-5--hn7x-;W 
F (1. 0 0 g^ 2. 7 1 mmo 1) > ^ 
*7-;l/ (2 0mLK •>77*jR{t*£**FU , 72» 
(1. 0 3g, 16. 3mmo 1) to&XP/uVtyr 
/1/rkF (1. 18mL, 16. 3mmo 1) ML 

ft (0. 9 8 8 g> 1K^8 9 %) fcflfco 
[0 3 15] Rr 0. 67 (Hexane: Ethyl acetate, i:i, v/ 
v); 

l H NMR(DMSO-ds, 400MHz) : 6 0.95 (3H, t, J=7.3 H 
z), 1.58 (2H, tq, J=7.3, 7.3 Hz), 3.01 (2H, t, J= 
7.3 Hz), 5.78 (1H, br), 6.64 (2H, d, J=8.8 Hz), 7. 
42 (2H, d, J=8.8 Hz), 7.56 (2H, d, J=8.8 Hz), 7.71 
(2H, d, J=8.8 Hz), 7.90 (1H, d, J=8.8 Hz), 8.35 
OH, dd, J=8.8, 2.9 Hz), 8.47 (1H, d, J=2.9 Hz), 1 
0.70 (1H, s) ; 
MS (FAB) m/z: 409 M + . 

(mm 0 5) N- [4- [4- (N-x^;l/75 
7) 7x-;W 7x-;H - (2-^DD-5-xhD 
7xx;l/) */b#**5F 

$m®\l 9 2T?«3il/feN- [4- (4-75/7x- 
;!/) 7xx;W - (2-7an-5-xhn7xx;W 
*/l/#*U"5F (1. OOg, 2. 7 lmmo 1) > /> 
*V-;1/ (2 0mLK S/77#*{b**JRt F U 7 A 
(1. 0 3g^ 16. 3 mmo 1) fej:tf7"fe F7;Vr 
tF (0. 9 2mU 16. 3mmol) ^fiU> 

tiii 9 5ictmLTcmK^\ mtmrnt^ 

(0. 7 14 g, W6 6%) %Wc 0 
[0 3 1 6] Rr 0.65 (Hexane: Ethyl acetate, i:i, v/ 
v); 

' H NMRCDMSO-de , 400MHz) : 6 1.18 (3H, t, J=7.3 H 
z), 3.10 (2H, q, J=7.0 Hz), 5.72 (1H, br), 6.63 (2 
H, d, J=8.8 Hz), 7.42 (2H, d, J=8.8 Hz), 7.56 (2H, 
d, J=8.8 Hz), 7.71 (2H, d, J=8.8 Hz), 7.90 (1H, 
d, J=8.8 Hz), 8.34 (1H, dd, J=8.8, 2.9 Hz), 8.47 
(1H, d, J=2.9 Hz), 10.70 OH, s) ! 
MS (FAB) m/z: 395 (M + H) + . 
(H»J2 0 6) N- [4- [4- (N-7>;l/-N- 

^7571/757) 7x-;V] 7x-/H - (2-^no 
-5-x bD7xx;W 

mW2 0 3-e«JILfeN- [4- [4- (N-7>;V 
757) 7i-;W 7xx;H - (2-7PP-5-X 
Fp7x~;10 #;W^5F (O. 2 0 Og^ 0. 4 
7 2 mmo 1) , n-W/l/xtF (0. 20 1m 
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L, 1. 89mmol) , SI (0. 216mU 3. 
7 7 mm o 1 K F U 7-fe b^mitt^Mi- F U 7 
L, (0. 4 0 0 g, 1. 8 9mmol)^'J;(fTHF 

(4mu zmi?. mmi 9 8mmbtcm^ 
m\ m&mittfto (o. 1 3 3 g.ms 7%) % 

[0 3 1 7] Rr 0. 36 Gfexane: Ethyl acetate, 3:1, v/ 
v); 

'HNMRCCDCh, 400MHz) : 8 0.93 (3H, t, J=7.3 Hz), 

0. 97 (3H, t, J=7.3Hz), 1.30 - 1.42 (6H, n), 1.56 
- 1.68 (4H, m), 3.30 (4H. in), 6.71 (2H, d, J=8.8 H 
z), 7.47 (2H. d, J=8.8 Hz), 7.58 (2H, d, J=8.8 H 
z), 7.65 (2H, d, J=8.8 Hz), 7.66 (1H. d, J=8.8 H 
z), 7.84 (1H, br), 8.27 (1H, dd. J=8.8,2.9 Hz), 8. 
63 (1H, d, J=2.9 Hz) ; 

MS (FAB) m/z: 493 M* . 

mmmzoi) n- [4- [4- cn, n-^w^ 

757) 7i-;W 7x-/W - (2-^na-5-x 
hD7x-;W #;WW5F 
3»] 2 0 3 T« bit N - ( 4 ' - 7^;l/7 5/-t£ 
7x-;l/-4-^;W - (2-^pn-5--hn7x 
-;W H (0. 2 0 0 g, 0. 4 7 2mm 

0 1) x 7>rt/7;l/rfc F (0. 17 0mU 1. 8 9 
mmoDvSKO. 2 16mL, 3. 77mmo 

i), bVTHY^yymitt^m+bwi* co. 4 

OOg, 1. 8 9mmo IK fc«fct?THF (4mL) 

mit&fa (Q. 2 0 2 g, JR$8 9%) *fffco 
[0 3 18] R f 0. 32 (Hexane: Ethyl acetate, 3:1, v/ 
v): 

'HNMRCCDCh, 400MHz) : 8 0.97 (6H, t, J=7.3 Hz), 
1.38 (4H, tq, J=7.3Hz), 1.60 (4H, m), 3.31 (4H, 
t, J=7.7Hz), 6.71 (2H, d, J=8.8 Hz), 7.47C2H, d, J 
=8.8 Hz), 7.58 (2H, d, J=8.0 Hz), 7.65 (2H, d, J= 
8.0 Hz), 7.66C1H, d, J=8.8 Hz), 7.84 (1H, br), 8.2 

6 (1H, dd, J=8.8, 2.9 Hz), 8.63 (1H, d, J=2.9 Hz) 

MS (FAB) m/z: 479 (M + H)\ 
(HMIJ2 0 8) N- [4- [4- (N-7W-N- 
7ntf;b75/) 7i-/W 7x-;W - C2-7no 
-5--hn7x-;W #;WW5F 

I«J2 0 3?«L/cN- [4- [4- (N-7^ 
757) 7x-;l/] 7x-;W - (2-^DO-5-- 
hD7x-;W *MW5F (0. 2 0 0 g, 0. 4 

7 2mmo IK 7W*>7/l/rfcF (0. 13 6m 
L 1. 8 9mmo 1) , IHt (0. 2 1 6mL, 3. 
7 7 mm o 1 K h D 7-fe h+SoJcHSfc*?** F U 7 

1. (0. 4 0 0 g^ 1. 89mmol), feitfTHF 

(4 m D *m br, mm 1 9 8 immbkmic 

fiEV\ StiBBWft^ft (0. 1 2 3 g, 1K$5 6 %) * 



0 02-332266 

86 

me 

[0 3 19] Rf 0.29 (Hexane: Ethyl acetate, 3:1, v/ 
v); 

'HNMRCCDCh, 400MHz) : <5 0.96 C6H, m),1.38 (2H, 
tq, J=7.3. 7.3 Hz), 1.62 (4H, in), 3.30 (4H, m), 6.7 
1 (2H, d, J=8.8 Hz), 7.47 (2H, d, J=8.8 Hz), 7.58 
(2H, d, J=8.0 Hz), 7.65 (2H, d, J=8.0 Hz), 7.66 (1 
H, d, J=8.8 Hz), 7.84 (1H, br), 8.27 (1H, dd, J=8. 
8, 2.9 Hz), 8.64 (1H, d, J=2.9 Hz); 
MS (FAB) m/z: 465 M* . 
(.mm 2 0 9) N- [4- [4- (N-7f-7l/-N- 
x^;P7^7) 7x-/W 7x-;W - (2-^an- 
5--hP7x~;l/) *W^5F 
*SWW2 0 3T?HJiUfcN- [4- [4- (N-7^V 
7^/) 7x-M 7x-;W - (2-^DD-5-^ 
FP7x-;W (0. 2 0 Og, 0. 4 

7 2mmol)^nWV7;l/ftH (0. 10 6m 
U 1. 89mmo 1) , Kit (0. 2 1 6mU 3. 
7 7 mm o 1 ) , h U 7-fe h*'>**fl:*7*t h U 7 
A (0. 4 0 0 g, 1. 8 9mmo 1) , feitfTHF 
(4mL) £{£fflLt\ mm I 9 8\C%Mbtcl5&K 

mEumt&fo (o. 1 2 o g , ik$5 6%) % 

[0 3 2 0] Rf 0.27 (Hexane: Ethyl acetate, 3:1, v/ 
v); 

l H NMRCCDCh, 400MHz) : <5 0.98 (3H, t, J=7.3 Hz), 
1.19 (3H, t, J=7.3Hz), 1.39 (2H, tq, J=7.3, 7.3 H 

z), 1.56 - 1.66 (4H, in), 3.30 (2H, t, J=7.3 Hz), 

3.41 (2H, q, J=7.3 Hz), 6.73 (2H, d, J=8.8 Hz), 7. 

47 (2H, d, J=8.8 Hz), 7.58 (2H, d, J=8.0 Hz), 7.65 
(2H, d, J=8.0 Hz), 7.66 (1H, d, J=8.8 Hz), 7.84 

(1H, br), 8.27 (1H, dd, J=8.8. 2.9 Hz), 8.63 (1H, 

d, J=2.9Hz) ; 

MS (FAB) m/z: 451 M + \ 

mmmz 1 o) n- [4- [4- cn-7^-n- 

*f-;l/75/) 7x-;W 7x-;W - (2-^op- 
5--hn7x-;W *;l/#*"9-5K 
*jH^lj2 0 3T«LfcN- [4- [4- (N-7^-;l/ 
757) 7x-;W 7x-;W - (2-^dd-5-- 
hD7i^;W *;l/**-9-5H (0. 2 0 0 g, 0. 4 
7 2mmol) £DMF (2mL) tJSftlS^ *^fk 
t FD72* (0. 0 2 3 g> 0. 5 1 9mmo 1) £iJP 
*fco 0tfcT3 0Mt#l<fdi, 37lk7f-;u 
(0. 0 3 5mL, 0. 5 6 6mmo 1 ) ^ilP^T^5> 

ic i mmwbko 

[0 3 2 1] KJSfcffifc* (2 OmL) ^ijP^Tfflx 
KBEKfttfco #£>nfc384£x*/-/l/ (2m 
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ff*a»LT«f2Btt<t£* (0. 1 2 0 g, W5 8 

%) £t#fCo 

[0 3 2 2] Rr 0.41(Hexane:Ethyl acetate, 2:1, v/ 

v); 

'H NMRCCDCh, 400MHz) : <5 0.96 (3H, t, J=7.3 Hz), 
1.43 (2H, tq, J=7.3, 7.3 Hz), 1.60 (2H, tt, J=7. 

3, 7.3 Hz), 3.13 (2H, t, J=7.3 Hz), 3.53 (3H, s), 

6.61 (2H, d, J=8.8 Hz), 7.14 (2H, d, J=8.8 Hz), 7. 

32 (2H, d, J=8.0 Hz), 7.37 '(2H, d, J=8.0 Hz), 7.38 
(1H, d, J=8.8 Hz), 7.97 (1H. dd, J=8.8, 2.9 Hz), 10 

8.06 (1H, d, J=2.9 Hz) ; 

MS (FAB) m/z: 438 (M + H) + . 
(HMJ2 1 1 ) N— [4 — [4 — (N-^i/^-N 

--fu&w^S) 7x-;W 7x-;W - (2-7n 
a-5--bn7x-;W F 
l«J2 0 4?»UcN- [4- [4- (N-7ak° 
;l>737) 7i-;W 7x-;W - (2-?np-5- 

~hP7x-;W AM^5F (0. 2 0 0 gs 0. 
4 8 8mmol), n-$f7;Vftb* (0. 2 0 8m 
L, 1. 9 5mmol),SS(0. 2 2 3mL, 3. 20 
9 0 mm o 1 ) > h U 7-fe h*'>7k*{t*7*t h U 7 
A (0. 414g, 1. 9 5mmol),feWTHF 
(4mL) %ffifflUT % HSfiWIl 9 8£iH«Ufc#8ili: 
flBEBWit^ft (0. 17 9 g, mil %) % 

[0 3 2 3] Rr 0. 60 (Hexane: Ethyl acetate, 2:1, v/ 
v); 

'H NMRCCDCh, 400fflz) : 5 0.92 (3H, t, J=7.3 Hz), 
0.95 (3H, t, J=7.3Hz), 1.35 (4H, m), 1.63 (4H, 

in), 3.29 (4H, in), 6.61 (2H, d, J=8.8 Hz), 7.47 (2 30 

H, d, J=8.8 Hz), 7.57 (2H, d, J=8.8 Hz), 7.64 (2H, 
d, J=8.8 Hz), 7.66 (1H, d, J-8.8 Hz), 7.83 (1H, b 

r), 8.26 0H, dd, J=8.8, 2.9 Hz), 8.63UH, d, J=2.9 
Hz) ; 

mm\2 1 2) N— [4- [4- (N-X^;U-N- 
7W/b75y) 7x-/W 7x-;H - 
-5-~hn7x-;W 

mMtiUO AtUmifcN- [4- [4- (N-7atf 
;l/757) 7xx;H 7i-/I/] - (2-^aa-5- 
-hD7x-;W (0. 2 0 0 g, 0. 40 

4 8 8mmo 1) £THF (4mL) 7^ 
h7;l/rtF (0. 109mL 1. 95mmol)> 
(0. 2 2 3mL, 3. 90mmolK MJ7-fe 
h+S/7jc|g{t*7lgthU7A (0. 4 1 4 g, 1. 9 
5mmol) 0°C^T1. 5l$|gS!#Lfco 

[0 3 2 4] SJ>C«K:fM1f7j< (1 OmLK # 

(2 0mD mm^)^mitc 0 mmm 

mL) fc?§»Lfiat5fclg B B s ^iTtBL/c©T\ 5®, 50 
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1 2 4 £ 



»EEia*fC«3EiW{k^» (0. 

%) m%ko 

[0 3 2 5] Rr 0.41(Hexane:Ethyl acetate, 2:1, v/ 

v); 

'H NMRCCDCls , 400MHz) : 8 0.96 (3H, t, J=7.3 Hz), 
1.19 (3H, t, J=7.3Hz), 1.66 (2H, tq, J=7.3, 7.3 H 

z), 3.27 (2H, t, J=7.3 Hz), 3.42 (2H, q,J=7.3 Hz), 
6.73 (2H, d, J=8.8 Hz), 7.47 (2H, d, J=8.8 Hz), 

7.58 (2H, d,J=8.8 Hz), 7.65 (2H, d, J=8.8 Hz), 7.6 

6 (1H, d, J=8.8 Hz), 7.85 (1H, br), 8.260H, dd, J 

-8.8, 2.9 Hz), 8.63 (1H, d, J=2.9 Hz) I 
mm\2 1 3) N- [4- [4- (N-^l'-N- 

7W;l/7Sy) 7i-;W 7x-;W - (2-^an 

-5-xhP7xx;W */l/#*tf5F 

mmoi-ew&LrcK- [4- [4- (N-7nt° 

/1/75V) 7x-;W 7i-/W - (2-^na-5- 
-hD7x-;l/) *7l/*^rU-5 K (0. 2 0 0 gx 0. 
4 8 8mmo 1) £DMF (2mL) #* 
{bfHJ7A (0. 0 2 3 g, 0. 5 3 7mmo 1) * 

(0. 0 3 7mU 0. 586mmol) ZlNZ-XZlo 

[0 3 2 6] (2 OmL) £«tMx 

f-^-e^u w«ffi%7j<T*3iHi, ®ft^fi*T- 1 mm 

"Cftim $E£lihT«li5iWffc#BJ (0. 119 
g, lK*5 8%) fcfcfco 

[0 3 2 7] Rr 0.31(Hexane'.Ethyl acetate, 2:1, v/ 
v); 

1 H NMRCCDCh . 40011Hz) : 5 1.00 (3H, t, J=7.3 Hz), 
1.65 (2H, tq, J=7.3, 7.3 Hz), 3.10 (2H, t, J=7.3 

Hz), 3.53 (3H, s), 3.78 (1H, br), 6.61 (2H, d, J= 

8.8 Hz), 7.13 (2H, d, J=8.8 Hz), 7. 32 (2H, d, J=8.8 
Hz), 7.37 (ZH.d. J-8.8 Hz), 7.38 (1H, d, J=8.8 H 

z), 7.98C1H, dd, J=8.8. 2.9 Hz), 8.06(1H, d, J=2.9 
Hz) ; 

mmmz 1 4) n- [4- [4- cn, w-viv* 

;V757) 7x-/W 7x-;W - (2-7PO-5- 
*W«|2 0 2T?«JfiLfeN- [4- [4- (N-^* 

;l/757) 7x-;W 7x-;W - (2-7na-5- 
zfD7i-;W *;l/#*-9-5K (0. 0 8 6 g, 0. 
19 7mraol), n-^7;l/ftF (0. 0 8 4m 
U 0. 7 8 9mmol),Si(0. 0 9 OmL, 
1. 5 8mmolK h U 7-fe h*^**fl:*7*t h 
U7A (0. 16 7 g, 0. 7 8 9mmo 1) , 
THF (1. 5mL) SffifflLT, *M« 1 9 8 JOE* 
Lfc£i£fcfi&\ «H5B«{k^ft (0. 0 3 4 g, iR* 
3 4 %) zntco 



[0 3 2 8] Rr Q.65(Hexane:Ethyl acetate, 2A, v/ 
v); 

'H NMRCCDCh, 400MHz) : <5 0.93 (6H, t, J=7.3 Hz), 

1.36 (8H, m), 1.62C4H, a), 3.30 (4H, t, J=7.3 H 
z), 6.71 (2H, d, J=8.8 Hz), 7.47 (2H, d, J=8.8 H 
z), 7.58 (2H, d, J=8.8 Hz), 7.65 (2H. d, J=8.8 H 
z), 7.66 (1H, d, J=8.8 Hz), 8.27 (1H, dd, J=8.8, 
2.9 Hz), 8.64 (1H, d, J=2.9 Hz) ; 

MS (FAB) m/z: 507 M* . 
(MM\2 1 5) N- [4- [4- (N-^f-/l/-N- 10 

^y=W5/) 7xx;H 7x-;W - (2-^du 

-5-xFD7xX;W */l/#*-9-3F 

|IMlj2 0 2T«L-fcN- [4- [4- (N-'O* 

;KT5/) 7x-;W 7x-;W - (2-^on-5- 
- hD7xX/W i)MW5F (0. 175g, 0. 

4 OOmmo 1) , ymtt+VWL (0. 0l9g, 
0. 4 4 Ommo 1) , 37ffc^/l' (0. 0 3 0m 

L> 0. 4 8 Ommo 1 ) *5*tfDMF (2mL) tffi . 

fflUT, $mw2 1 o^!3tLfc^^m\ titeaw 

-ft^ft (0. 1 4 2 g> W7 9%) £l#/io 20 
[0 3 2 9] Rr 0.42(Hexane:Ethyl acetate, 2A, v/ 
v); 

'H NMRCCDCla , 400MHz) : 8 0.92 (3H, t, J=7.3 Hz), 

1.37 (4H, in), 1.62C2H. m), 3.12 (2H, t, J=7.3 H 
z), 3.54 (3H, s), 6.61 (2H, d, J=8.8 Hz), 7.14 (2 
H, d, J=8.8 Hz), 7.32 (2H, d, J=8.0 Hz), 7.37 (2H, 

d, J=8.0 Hz), 7.38 (1H, d, J=8.8 Hz), 7.97 (1H, d 
d, J=2.2, 8.8 Hz), 8.06 (1H, d, J=2.2Hz) I 
MS (FAB) m/z: 451 M + . 

mmiZ 1 6) N- [4- [4- (N-X^;I/-N- 30 

^y^iW^y) 7i-/H 7x-;W - (2-^dd 
-5--ba7x-;W 

^MiJ2 0 5?»L/cN- [4- [4- (N-xf-;l/ 
75/) 7x-;W 7x-/W - (2-*nn-5-- 
hn7i-/W *;U#*"9-5H (0. I39g, 0. 3 

5 1 mmo 1) x n-S!7;Vft F (0. 14 9m 
L 1. 40mmo 1) , ffiM (0. 1 6 lmL, 2. 
8 1 mm 0 1 K F U 7-fe h*5/**{b#*** F U 7 
A (0. 2 9 8 gs 1. 4 Ommo 1) > fc«fetfTHF 

( 2 . 8 m L ) ^ffiffl LT\ HM'J 1 9 8 ICEM Ltt 40 
gfflSiWfc&to (0. 1 3 0 g. mi 9 

%) fcfcfc, 

[0 3 3 0] Rf 0. 38 (Hexane: Ethyl acetate, 2:1, v/ 



v); 

'H NMRCCDCh, 400MHz) : 6 0.93 (3H, t, J=7.3 Hz), 

1.19 (3H, t, J=7.3Hz), 1.35 (4H, m), 1.63 (2H, 

m), 3.29 (2H, t, J=7.3 Hz), 3.41 (2H, q, J=7.3 H 

z), 6.73 (2H, d, J=8.8 Hz), 7.47 (2H, d, J=8.8 H 

z), 7.58 (2H, d, J=8.0 Hz), 7.65 (2H, d, J=8.0 H 

z), 7.66 (1H, d, J=8.8 Hz), 8.26 (1H, dd, J=8.8, 50 
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2.9 Hz), 8.63 (1H, d, J=2.9 Hz) \ 
MS (FAB) m/z: 465 i . 
mtmz 1 7) N— [4- [4- (N> N-^X^rt/ 

7 = /) 7x-;W 7x-;W - (2-^dd-5-- 

^MiJ2 0 5?«L/cN- [4- [4- (N-Xf-;!/ 
757) 7xx;l/] 7xx;W - (2-^nn-5-x 
Fa7xx;lO *W^t?F (0. 2 0 0 g> 0. 5 
05mmo 1) £THF (4mL) lC$»?SH*\ 7-th 
7/I/rtF (0. 1 1 3mU 2. 0 2mmo IK K 
1(0. 231mL, 4. 04mmol)> FU7-feF 
^>7k^k^7*thU7A (0. 4 2 8 g, 2. 02 
mmo 1) 0°CtTl. 5«flB8B$tfe, 

[0 3 3 1 ] EJSJgftfcfiSfalt* (1 OmL) . ?J< 
(2 0mL) fa*, fflpi^l/^KlfflLfco WlfflfctS 
fati&7i<T»^ &*fiii^FU7A?£&U 

vhjL-Th-emtfks mmm brum a mt^m 

(0. 1 8 6 g, lK^8 7%) mtco 
[0 3 3 2] Rr 0.25 (Hexane: Ethyl acetate, 2:1, v/ 
v); 

'H NMRCCDCh , 400MHz) : 8 1.20 (6H, t, J=7.3 Hz), 
3.40 (4H, q, J=7.3Hz), 6.75 (2H, d, J=8.8 'Hz), 7. 
48 (2H, d, J=8.8 Hz), 7.58 (2H, d, J=8.QHz), 7.65 
(2H, d, J=8.0 Hz), 7.67 (1H, d, J=8.8 Hz), 8.26 (1 
H, dd, J=8.8, 2.9 Hz), 8.63 (1H, d, J=2.9 Hz) I 
MS (FAB) m/z: 423 if . 

(mm 2 1 8) n- [4- [4- cn-x^-n- 

^;l/75/) 7x-/W 7xx;V] - 
5-xFD7xx;V) *j/l^*1J-5F 

mm 2 0 5 x-mitc n - [ 4 - 1 4 - cn -x^ 

75/) 7xx;V] 7xx;W - (2-^on-5-x 
hP7i-/W */W5F (0. 2 0 2 g, 0. 5 
0 5mmo 1) , *«ftthU7A (0. 0 2 4 g, 
0. 5 5 5mm o 1) , 3 7fb^^ (0. 0 3 8m 
U 0. 6 0 6mmo 1) fe^DMF (2mL) 

ftfc* (0. 14 1 g, 1R$6 8%) mtco 
[0 3 3 3] Rr 0.32 (Hexane: Ethyl acetate, 2'A, v/ 
v); 

'H NMRCCDCh , 4001fflz) : 8 1.26 (3H, t, J=7.3 Hz), 
3.18 (2H, q, J=7.3Hz), 3.54 (3H, s), 6.62 (2H, d, 
J=8.8 Hz), 7.14 (2H, d, J=8.8 Hz), 7.32(2H, d, J= 

8.0 Hz), 7.38 (3H, m), 7.97 (1H, dd, J=8.8, 2.9 H 

z), 8.06 (lH,d, J=2.9 Hz) ; 

MS (FAB) m/z: 409 M* . 

(mm 2 1 9) n— [4- [4- w-tti-frrs. 

/) 7xx;H 7xx;l/] - (2-7np-5-xhn 
7xx;W *MW5F 

mm I 9 2?«L/cN- [4- (4-75/71- 
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;W 7x-/H - (2-^an-5--hn7x-;W 
(1. 5 0g, 4. 08mmol) W 
ZJ-h (3 0mL) fcRSS-tt ^7 JifMc^J% 
thU^J* (1. 54g, 14. 4mmo 1) 
tr#i—>\' (3. 8 2mU 14. 4mmol) ttx. 
T^StCT 1 2^«£L/c 0 
[0 3 3 4] JSJt«^5®UT!#P.nfc?M^^^/ 

fgjftLTfflieiWfk^l ( 1 • 2 0 g. W6 1 %) % 
tffc 0 

[0 3 3 5] Rf 0. 79 (Hexane: Ethyl acetate, i:i, v/ 
v); 

'H NMRCDMSO-ds , 400MHz) : 6 0.87 (3H, t, J=6.6 H 
z), 1.20 - 1.40 (10H,m), 1.55 (2H, m), 3.02 (2H, 
t, J=7.0 Hz), 5.75 (1H, br), 6.63 (2H, d, J=8.8 H 
z), 7.41 (2H, d, J=8.8 Hz), 7.56 (2H, d, J=8.8 H 
z), 7.71 (2H, d, J=8.8 Hz), 7.90 (1H, d, J=8.8 H 
z), 8.34 (1H, dd, J=8.8, 2.9 Hz), 8.47 (1H, d, J= 
2.9 Hz), 10.70 (1H, s) ; 
MS (FAB) m/z: 479 H* . 
mm\2 2 0) N- [4- [4- (N-M^V-N 

-***-;l/75/) 7x-;W 7xx;W - (2-*o 
n-5-xhB7xXj!W ft/VtW^F- 1%%% 

1 9T«UfcN- [4- [4- (N-^**> 
;l/7 5/) 7x-;W 7x-;W - (2-70D-5- 
-hD7x-;W */l/#*-9-5H (0. 15 0g> 0. 
3 1 3mmo 1) £THF (3mL) ^ 
•tft-^ (0. 15 0mL> 1. 25mmol) , SI 

(0. 143mU 2. 50mmolK FU7-feF* 
$/7j<iS{fc*7iiitHJ7A (0. 2 6 5 g> 1. 2 5m 
mo 1) 0°CtCT2B#f B Wt/c o 

[0 3 3 6] SJS»cfaftfiW7K (1 Omt) , 7j< 

(2 0mD mm^'^mirco %®mm 

&nfc8£*x*/-/l' (2mL) fcJSftP^^ jiiJO 

^n?h^7^- (At^:Sflif/k 4:i, 
V/V) %ffl^Tif!§ILfeo f#6nfc£$%l£^x?-^ 

x-r;v (4mD icmmi 1 mm-^'^^^-T 

(0. 5mL) fcjta*^ £UfcHfl*3ft, DSJE 
UT^Ki KKt^feJ ( 0 • 1 0 2 g , 1R* 5 4 %) 

[0 3 3 7] ' H NMRCDMSO-ds , 400MHz) : 8 0.83 (6H, 
111), 1.21 (18H, in), 1.66 (2H, m), 3.91 (4H, m), 7. 
70 - 8.00 (8H, in), 7.91 (1H, d, J=8.8 Hz), 8.36(1 
H, dd, J=8.8, 2.9 Hz), 8.50 (1H, d, J=2.9 Hz) : 
MS (FAB) m/z: 564 (M - CD* . 

&mm2i) n— [4- [4- (N-jj-^i'-N 

-^yf-^757) 7xX/l/] 7i-;W - (2-*P 
p-5-xho7xX;W M,W5F> 
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m\®2 1 9t?«BfitfcN- [4- [4- (N-^y 

;l/75/) 7ir.;H 7x-;W - (2-^nn-5- 
-ha7x-/W #;WWt5F (0. 150g, 0.' 
3 13mmol), n-S¥7)bftM0. 13 3m 
U 1. 2 5mmo 1) , (0. 1 4 3mU 2. 
5 0 mm 0 1 K F U 7-fe h***^* 1 ^* F U 7 
A (0. 265 g, 1. 25mmol)sTHF(3m 

MEBWftS* (0. 0 6 0 g^ HX$3 3%) ^Iffco 
10 [0 3 3 8] ' H NMR(DMS0-de , 400MHz) : <5 0.82 (6H, 
m), 1.21 (16H, ■), 1.65 (2H, in), 3.77 (4H, m), 7. 
70 - 8.00 (8H, m), 7.91 (1H, d, J=8.8 Hz), 8.36(1 
H, dd, J=8.8, 2.9 Hz), 8.49 (1H, d, J=2.9 Hz) ; 
MS (FAB) m/z: 550 (M - CD* . 
(i»2 2 2) N- [4- [4- (N-7^-N- 
*W\/7*S) 7xX;F] 7x-/l/] - (2-^na 
-5--hD7x-;W #;WW5F 

£fflffl2 1 9-PlBfiL/fcN- [4- [4- CN-^*'> 
;l/7^/) 7x-;W 7xX/l/] - (2-*pp-5- 
20 ZfD7x-;W *;v#*^5F (0. 1 5 0 g. 0. 
3 1 3mmo 1) , f?)W)\>T*- F (0. 1 1 3m 
U 1. 2 5mmo l)\(i(0. 14 3mU 2. 
5 0 mm 0 1 ) s F U 7-fe h "7** F U 7 

A (0. 2 6 5 g^ 1. 2 5mmo IK THF (3 m 
L) *ftffll/C* 9 8£SBttUfc£SfcftV\ 

tiiei^fk-^ft (0. 0 9 1 g* »K*5 4%) £f#fco 
[0 3 3 9] Rr 0.65 (Hexane: Ethyl acetate, 2:1, v/ 
v); 

' H NMRCCDCla , 400MHz) : <5 0.90 (3H, m), 0.97 (3H, 
30 t, J=7.3 Hz), 1.24- 1.42 (12H, m), 1.60 (4H, m), 
3.30 (4H, m), 6.71 (2H, d, J=8.8 Hz), 7.47 (2H, d, 
J=8.8 Hz), 7.58 (2H, d, J=8.8 Hz), 7.65 (2H, d, J 
=8.8 Hz), 7.66 (1H, d, J=8.8 Hz), 7.84 (1H, br), 
8.27 (1H, dd, J=8.8, 2.9 Hz), 8.64 (1H, d, J=2.9 H 
z) ; 

MS (FAB) m/z: 535 M* . 
(^MiJ2 2 3) N- [4- [4- (N-7^;U-N- 
*7f-;F757) 7x-/W 7xx;V] - (2-7nn 

40 Mm 2 2 2 T«tfc N - [ 4 - [ 4 - (N ~7f7b 

-N-^7^;l/757) 7i-;W 7x-;W - (2- 
^no-5-xFD7xx;V) ft^+T^F (0. 0 
34g, 0. 0 6 3mmo 1) *^xf-;l/x— f;V (1 
mL) t»j»blNtt»-^x^;l/x-r;MS» (0. 
2mL) ^P^.fco WEKJftUTffi 
IHBWfb^tl (0. 0 2 8 g, mi 7%) fcf#fc„ 
[0 3 4 0] 'H NMRCDMSO-ds , 400MHz) : <5 0.82 (6H, 
in), 1.21 (14H, m), 1.64 (2H, m),3.74 (4H, m), 7.70 
- 8.00 (8H, a), 7.91 (1H, d. J=8.8 Hz), 8.36(1H, 
50 dd,J=8.8, 2.9 Hz), 8.49 (1H, m); 
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MS (FAB) m/z: 536 (M - Cl) + . 
(M#J2 2 4) N- [4- [4- (N-*7f-;t/-N 

-7p£/V757) 7x-;W 7x-;W - (2-7P 
n-5--ho7x-;W ^)MW5F 

nmmz 1 9?«l/cn- [4- [4- (n-^> 

7x-;H 7x-;W - (2-?pp-5- 
-hP7x^;W *;I/#*U-5H (0. i50g, o. 
3 13mmol),.^aWy7;VftMO. 0 90 
mL, 1. 2 5mmo IK BK (0. 1 4 3mL 
2 . 5 0 mm o 1 ) , h U 7-fe h+^TfcJRft;**** h 10 
U7A (0. 2 6 5 g, 1. 2 5mmo IK THF 
(3mL) fcffiffiLT, H»Jl 9 8fcE«tfc*»fc 

taev\ mmmt£M (o. i o 3 g , 3%) * 

tffCo 

[0 3 4 1] R f 0. 63 (Hexane: Ethyl acetate, 2:1, v/ 
v); 

'H NHRCCDCls , 400MHz) : S 0.89 (3H, t, J=7.3 Hz), 
0.95 (3H, t, J=7.3Hz), 1.24 - 1.38 (10H, m), 1.63 
(4H, m), 3.28 (4H, in), 6.71 (2H, d, J=8.8 Hz), 7. 

47 (2H, d, J=8.8 Hz), 7.57 (2H, d, J=8.8 Hz), 7.64 20 
(2H, d, J=8.8 Hz), 7.65 (1H, d, J=8.8 Hz), 7.86 

(1H, br), 8.25 (1H, dd, J=8.8, 2.9 Hz), 8.62 (1H, 

d, J=2.9 Hz) ; 

MS (FAB) m/z: 521 M* . 
(HMIJ2 2 5) N- [4- [4- (N-x?;l/-N- 

-5-xFP7xx;W *;l/***5H 

mmm 1 9t«l/cn- [4- [4- cn-m^ 

>l/75/) 7i-;W 7i-/W - (2-^pp-5- 
-FD7i-W */l/Jp*it5 F (0. 150g> 0. 30 
3 1 3mmo 1) , 7*.Y7)WK F (0. 0 7 8m 
Ls 1. 2 5mmo IK ft» (0. 1 4 3mL, 2. 
5 0 mm o 1 ) > FD h*'>*3Wk*7JRt h U 7 
A (0. 265 g, 1. 2 5mmo IK THF (3m 
L) £{£fflLT> l»J2 l 7£iE«bfc;£i£fcfi£v\ 
fiiagWfk^t) (0. 0 9 7 g, HX*6 1 %) 
[0 3 4 2] Rr 0.61 (Hexane: Ethyl acetate, 2:1, v/ 
v); 

'H NHRCCDCh, 400MHz) : 5 0.89 (3H, t, J=7.3 Hz), 
1.19 (3H, t, J=7.3Hz), 1.24 - 1.38 (10H, in), 1.62 40 
(2H, m), 3.29 (2H, t, J=7.3 Hz), 3.41 (2H, q, J= 

7.3Hz), 6.73 (2H, d, J=8.8 Hz), 7.48 (2H, d, J=8.8 
Hz), 7.58 (2H, d, J=8.8 Hz), 7.65 (2H, d, J=8.8 H 

z), 7.66C1H, d, J=8.8 Hz), 7.83 (lH.br), 8.27 (1H, 
dd, J=8.8, 2.9 Hz), 8.64 (1H, d, J=2.9 Hz) '< 

MS (FAB) m/z: 507 (M + H) + . 
(HMIJ2 2 6) N— [4- [4- (N-^^;l/-N- 

***;l/757) 7xx;H 7xX/b] - (2-7PP 

-5--hn7x-;W #/l^*+r^F 

mM2 1 9?«LfcN- [4- [4- (N-**^ 50 
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)V7^y) 7xX;V] 7x-;W - (2-^PP-5- 
~hU7x-)l) */l/**"9-5F (0. 1 5 0 gx 0. 

3 1 3mmo IK rtJRfctHJ^ (0. 0 1 5 g, 
0. 3 4 5mm o 1) , 37ft^f-;V (0. 0 2 3m 
U 0. 3 7 5mmo 1) 43<fctfDMF (2mL) fc£ 

{b£* (0. 1 0 1 g. IR*6 6%) fcflfc, 
[0 3 4 3] Rr 0.31(Hexane:Ethyl acetate, 3:1, v/ 
v): 

'H NHRCCDCh. 400MHz) : S 0.88 (3H, t, J=7.3 Hz), 
1.25 - 1.45 (10H, m), 1.50 - 1.65 (4H, m), 3.12 

(2H, t, J=7.3 Hz), 3.53 (3H, s), 6.61 (2H,d, J=8.8 
Hz), 7.14 (2H, d. J=8.8Hz), 7.32 (2H, d, J-8 . 0 H 

z), 7.37 (ZH.d, J=8.0 Hz), 7.38 (1H, d, J=8.8 Hz), 
7.97 (1H, dd, J=8.8, 2.2 Hz), 8.06(1H, d, J=2.2 H 

z) ; 

MS (FAB) m/z: 494 (M + H) f . 
(HMIJ2 2 7) N- [4- [4- (tfU^-3-Y 

;W M^vVy-x-^fA 7x-;W - 
(2-?pp-5-xFp7xx;1/) iulttVSV 
%m\ 1 3 3T«tfcN- [4 - iX^vVy- 1 - 
>T;W 7i-;W - (2-^pp-5-xhP7xx 
;W *;I/**-9"5K- 2£8tt (0. 2 0 0 g^ 0. 4 
6 lmmo 1) , -nf-yftfoU F'ttBWl (0. 1 
2 3 g, 0. 6 9 2mmo 1) , IfUS?^ (2mL) * 

WC&fa (0. 14 0g, W6 5%) mrco 
[0 3 4 4] 'H NMRCCDC13 , 400MHz) : 5 3.20 (4H, 

m), 3.62 (2H, m), 3.95 (2H, m), 6.94 (2H, d, J=8.8 
Hz), 7.39 (1H, dd, J=5.1, 8.0 Hz), 7.55 (2H, d, J 

=8.8Hz), 7.62 (1H, d, J=8.8 Hz), 7.79 (1H, m), 8.1 

4 (1H, br), 8.22 (1H, dd,J=8.8, 2.1 Hz), 8.55 (1H, 
d, J=2.1 Hz), 8.68 (2H, m) ! 

MS (FAB) m/z: 466 (M + H)\ 
(^MiJ2 2 8) N- [4- [4- — T 

;W tf^^y-i-^W 7x— ;W - 

(2-^DD-5--hD7x-7l/) #;l/$*+r5F 
»jl 3 3-eHifiLfcN- [4- (kM^y-1- 
-<;]/) 7x-/W - (2-^PP-5-xhP7xX 
;W #;WW5F- 2mm (0. 2 0 0 g> 0. 4 
6 lmmo 1) » >TV-3^y»^oy F • ffi&ifi 

(0. 1 2 3 gx 0. 6 9 2mmo 1) > IfUS^ (2 
mL) *®mLX, Ulil 8 3fcIH«cLfc£i£fcft 

v\ w&mit&fo (0. 2 0 5 g> W9 6%) £t# 

fco 

[0 3 4 5] 'H NMRCCDCb , 400MHz) : 6 3.12 (2H, 
m), 3.27 (2H, m), 3.54 (2H, m), 3.95 (2H, m), 6.93 
(2H, d, J=8.8 Hz), 7.32 (2H, d, J=5.8 Hz), 7.55 
(2H, d, J=8.8 Hz), 7.64 (1H, d, J=8.8 Hz), 8.00 (1 
■ H, br), 8.24 (1H, dd, J=8.8,2.1 Hz), 8.58 (1H, d, 
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J=2.1 Hz), 8.72 (2H, d, J=5.8 Hz) ; 

MS (FAB) ra/z: 466 (M + H) + . 

N- (2-lh^>7x-;V) - (2 

-?op-5-xbP7xX/l/) 
2-xh**>7-U> (0. 33g> 2. 40mmo 
1) , DMA (4mL) fc&tft 2 -£PP- 5 -x h 

p£f«^P'JF(0. 5 8g, 2. 6 4mmol) 

*&ffli/c, ^Mij2tis«L/c^ri^^\ mmm 

it&h (0. 4 1 g, m5 4%) £t#fc 0 

[0 3 4 6] ' H NMR(DMSQ-de , 400MHz) : 6 1.35 (3H, 10 

t, J= 7.0 Hz), 4.10 (2H, q, J=7.0 Hz), 6.98 (1H, 
t, J= 7.5 Hz) , 7.09 (1H, d, 1= 7.5 Hz) , 7.18 (1 
H, t, J= 7.5 Hz) , 7.87 (1H. d, J= 7.5 Hz) , 7.87 
(1H, d, J= 8.6 Hz) . 8.330H, dd, J= 8.6, 2.7 Hz) 

, 8.41 (1H, d, J= 2.7 Hz) , 9.91 (1H. s) ; 
MS (FAB) ra/z: 320 (M + H)* ; 

(£06092 3 0) N- [4- (2-tKP*'>x^;W 
7i-/V] - (2-£pp-5-xFp7xx;1/) 
F 

4- (2-fcKB*->x^;W 7x'jy (5. 0 2 g, 20 
36. 6mmo 1) , DMA (50mL) fc6tffc2- 
*pp-5-xFp£f,f|g*py F (8. 45g, 3 
8. 4mmo 1) fcfcfflLT, £$0]2fc!B«Lfc7Ji£ 

fctiev\ wieawfk^* o- 1 8 ir*7 8%) * 

mtzo 

[0 3 4 7] 'H NMRCDMSO-da , 400MHz) : 5 2.70 (2H, 
t, J= 7.1 Hz), 3.56 - 3.61 (2H,m), 4.64 (1H, t, J 

= 5.2 Hz) , 7.22 (2H, d, J= 8.4 Hz) , 7.60 (2H, d, 
J=8.4 Hz) , 7.89 (1H, d, J= 8.8 Hz) , 8.33 (1H, d 

d, J= 8.8, 2.8 Hz) , 8.43 (1H, d, J= 2.8 Hz) , 10. 30 

63 (1H, s) I 

MS (FAB) m/z: 321 (M + H)* ; 

mmm3 n n- t [3- [4- w5^;-;v- 

7xx;H 75/*;l/#x;W7xx;l/] - 
(2-^DD- 5-xhn7xx;l/) A/l/^t^ F 
3-75/-N- [4- (^S^y-Zlz-l-'T/W 7 
x-;H ^yX75F(0. 28g> 1. Ommo 
1) , DMA (1 OmL) ft&tffc 2 -7PP- 5 -x 
FP£Ji#8g*PU F (0. 2 6g. 1. 2 Ommo 

i) £$fflLt\ ^Mii2taHicL/c^ctB\ ma 40 

g^ffc^t) (0. 4 1 g, m8 9%) £t#fc 0 
[0 3 4 8] ' H NMR(DMSO-ds , 40011Hz) : & 7.11 (1H, 
s), 7.57 OH, t, J= 7.9 Hz), 7.65 (2H, d, J= 8.9 

Hz), 7.72 (1H, s), 7.77 (1H, d, J= 7.6 Hz), 7.90 - 
7.95 (4H, a), 8.22 - 8.26 (2H, s), 8.51 (1H, d, J 

= 2.7 Hz), 10.49 (lH,s), 10.94 (lH.s) ; 

MS (FAB) m/z: 462 (M + H)* 
(MfoW2 32) N— [ [4— [4— (N-xf-;l/- N 

-^y7W;U75 7) 7xx;l/] 7 5 J X;l/*x/l/] 

7xx;I/] - (2-?PP-5-xFP7xx;U) 50 
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4- [4- (N-Xf-71/- N-^77Pt^75/) 7 
i-;l/75yx;l/*x;l/] 7xUV (0. 33g^ 1. 
Ommo 1) , DMA (1 OmL) ft6tflC2-*ua 
-5-xFn£A«S*nU F (0. 2 6g, 1. 2 0 

mmo i) mmhXs mmm2immircmm 

V\ WEaWft^* (0. 4 2 g, 1R$8 1 %) £l# 

fco 

[0 3 4 9] ' H NMR (DMSO-de , 400MHz) : 6 1.03 (3H, 

t, J= 6.9 Hz), 1.08 (6H, d, J=3.3 Hz), 3.14 (2H, 
q, J= 6.9 Hz), 3.8 - 4.0 (1H, m), 6.57 (2H, d, J= 
9.1Hz), 6.85 (2H, d, J= 9.1 Hz), 7.69 (2H, d, J= 
8.8 Hz), 7.82 (2H, d, J=8.8 Hz), 7.90 (1H, d, J= 
8.8 Hz), 8.35 (1H, dd, J= 8.8, 2.7 Hz), 8.52 (1H, 
d, J= 2.7 Hz), 11.05 (1H, s) I 
MS (FAB) m/z: 516 ( M )\ 517 (M + H)* I 

(^MiJ2 3 3) N— [3- (2-75/-^77*-;l/ 
-4-^W 7xx;H - (2-^pp-5-xhP7 

x x;W *;l/#*-9-5H 

mmni sexmnr^- o-r-fef-^xx/w 

- (2-^PP-5-xhP7xx;l/) F 
(1. 9 1 g^ 6. Ommo 1) > ttVl/T (0. 9 
1 g, 1 2mmo 1) fcfctffcR* (1. 5 2 g> 6- 
Ommo 1) ZmLX, #^2fcKttLfe£&fcft 
l\ *8§2@W{t^ (2. 0 6 g, lK^9 1 %) £l# 

[0 3 5 0] 'H NMR (DMSO-de , 400MHz) : 5 7.01 (1H. 

s), 7.40 OH, t, J= 7.9 Hz), 7.53 - 7.58 (2H, m), 

7.90 (1H, d), 8.19 (1H, t, J= 1.7 Hz), 8.35 (1H, 
dd,J= 8.8, 2.7 Hz), 8.47 (1H, d, J= 2.7 Hz), 10.77 

(1H, s) ; 
MS (FAB) m/z: 375 (M + H),* ; 

mmnz 3 4) n- [4- o-t e r t-^h^y 

#;l/#x;l/75/7xx;l/) f-7 2-' 01/] - 
(2-^PP-5-xhP7xx;l/) fc/l/tf+tf^F 
(2 3 4 a) 2-75/ - 4- (3-t e r t-7F* 
j/*;l/*x;l/75y7xx;l/) i-7 s /-)V 
2-757- (3-7577xx;U) f-77-;l/ (1. 
43g, 7. 47mmo 1) , tZS-fr (30mL) 
ft 6 tf let e r t -7>^^*^>»J<tl (1.8 
Og, 8. 2 4mmo 1) ^SfiflJ 1 9 0 a 

£fH«Lfc££»\ gfflBgttffc^fel (2. 1 0 g. 
lR*9 7%) £f#fc 0 

[0 3 5 1 ] ' H NMR (DMSO-de , 400MHz) : 6 6.86 (1H, 
s), 7.03 (2H, s), 7.18 - 7.26 (2H, m), 7.36 - 7.3 
8 (1H, m), 8.01 (1H, s), 9.33 (1H, s) I 
(2 3 4 b) N- [4- (3-t e r t -7>**>*>l' 
#x;b75/7xx;V) ^77-;V-2— T;W - (2 
-^pn-5-xhP7xx;l/) fc/l/aJMrUS F 
HMU2 3 4 at?iB£Lfc2-75/ - 4- (3-t e 
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(0. 2 9 g^ 1. Ommo 1) , DMA (5mL) & 
e>tf£2-*Dn-5-xhD$,&#gt*aU H (0. 
26g, 1. 2mmol)*fiWLt, ^MiJ2fc|Sic 

Lrcmwfo\ mmmit^ (o. a 5 g, W9 

5 %) £f#fc 0 

[0 3 5 2] 'H NMRCDMSO-de , 40011Hz) : <5 7.26 - 7. 

33 (2H, in), 7.51 (1H, dd, J= 1.7, 6.8 Hz), 7.65 (1 

H, s), 7.91 (1H, d, J= 8.8 Hz), 8.22 (1H, s), 8.37 
(1H, dd, J= 8.8, 2.7 Hz), 8.60 (1H, d, J= 2.7 H 10 

z), 9.43 (1H, s) ; 

MS (FAB) m/z: 475 (M + H) + ; 
(WJ2 3 5) N— [4- [4- (N, N-v^#y 

X;M">x;U7^7) 7x-iW 7i-;W - (2-£b 

p- 5-xFP7xx;l/) *;l/^+^5F 

9 2T«tfcN- [4- (4-7^7x^ 

)V) 7x-;W - (2-^nn-5--hn7x-;W 

*/l/#*^K (0. 3 7g, 1. OmmoDOTH 
F (1 OmL) SSKhUxf-^TS^ (0. 5 5m 
L, 4.0mmo 1) ^BO'iC^^yX/l/tCi^a'J 20 
F (0. 17mU 2. 2mmo 1) %ijq*3lM»# 

*iB«#um ^x^;wcTtttaL^o mi 
mmm, miasm* u 9 L7mm ^Kmm 

m I /Co $S £ 9 M V -fu t 0 ;Vx-T;b^ 5. XfK^*? 

>%tomitz#, wmi, mmumt^ co. 44 

mg, W¥8 3%) %t#fc„ 

[0 3 5 3] 'H NMR(DMSO-de , 400MHz) : 5 3.56 (6H, 

s), 7.60 (2H, d, J= 8.4 Hz), 7.78 (2H, d, J= 8.8 30 
Hz), 7.78 (2H, d, J= 8.4 Hz), 7.84 (2H, d, J= 8.8 
Hz), 7. 92 (1H, d, J= 8.8 Hz), 8.36 (1H, dd, J= 8.8, 

2.7 Hz), 8.50 (1H, d, J=2.7 Hz), 10.86 (1H, s) I 
MS (FAB) m/z: 524 (M + H)* ; 

(M#'J2 3 6) N— [4- [4- (^^;l/7^/^ 
#;l/$x;l/75/) 7xx;U] 7xx;b] - (2 -7 a 
n-5-xhP7xx/W #;l/#*t7^F 
mmi 9 2T:«LfcN- [4- (4-75771- 
;W 7xx;H - (2-7nn-5-xFn7xx;I/) 
*;l/#=M)-5F (0. 3 7g, 1. Ommo DOTH 40 

F (5ml) mmz^-kl-tJVisr^-Y (O. 1 

8g, 2. 5mmo i) -wMnifco mm 

CO. 2mL) %APA, -H$lffl&fc«fib 
fe, SStezk (1 OmL) 46tffc^*-9-> (5mL) 

ffc£9% (0 4 2 g, W9 6%) ?rt#fc 0 
[0 3 5 4] ! H NMRCDMSO-de , 400MHz) : <5 7.33 (2H, 
d, J= 8.5 Hz), 7.49 (2H, d, J=8.5 Hz), 7.54 (2H, 
d, J= 8.7 Hz), 7.65 (2H, d, J= 8.7 Hz), 7.76 (1H, 
d,J= 8.8 Hz), 8.21 (1H, dd, J= 8.8, 2.8 Hz), 8.34 50 
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(1H, d, J= 2.8 Hz), 9.52(1H, bs), 10.79 (1H, s) ; 
MS (FAB) m/z: 440 ( M )* ; 
@mm3 7) N- [4- (2, 2, 2-FU7;W" 

p- l - Fa*'>- l - b U 7 frtu jl? 
)V) 7xx;H - (2-7PD-5-xhn7xx;l/) 

4- (2, 2, 2-FU7;V^-n-i-tFn+^-l 
-FU7/l/#a^/l/-x^;l/) (0. 4 4 

g, 1. 6 9mmo IK DMA (5mL) fce>tffc2 
-*pp-5-xFP&t«ft*By F (0. 4 1 g. 
1 . 8 6 mm o 1 ) LT, l»J 2 fCfB«b7c£ 
BclCftV\ ^IBiW^tl (0. 6 2 g, 1R$8 2%) 

[0 3 5 5] 1 H NMRCDMSO-de , 400MHz) : 5 5.43 (1H, 
bs), 7.69 (2H, d, J= 8.7 Hz), 7.84 (2H, d, J= 8.7 
Hz), 7.91 (1H, d, J= 8.8 Hz), 8.36 (1H, dd, J= 8. 
8, 2.7 Hz), 8.50 (1H, d, J= 2.7 Hz), 10.94 (1H, s) 

MS (FAB) m/z: 443 (M + H)* ! 
(MM$\ 2 3 8) N- [4- (1 -t FP^^x^;W 
7xx;l/] - (2-^pp-5-xFp7xx;W fill 
F 

£MU 5 5?«UcN- (4-7-fe^7xx;l/) 

- (2-^PP-5-xhP7xx;W 

(0. 32g. 1. Ommo 1) ©THF7j< (9 : 1 
v/v, 5mL) tomitfrvmi-bVVI* (0. 0 4 

g, i. ommo i) zmmuT*-m$mLrco s 
«Hji,fco tttyu/c«i^igfp»j<i?^m 
y^px., il««u fcfBBWfc^fo (o. 2 

4 g> IR$7 6%) *ftfco 
[0 3 5 6] 'H NMRCDMSO-de , 400MHz) : 5 1.31 (3H, 
d, J= 6.4 Hz), 4.67 - 4.73 ClH.m), 5.13 (1H, d, J 
= 4.7 Hz), 7.33 (2H, d, J= 8.5 Hz), 7.63 (2H, d, J 
= 8.5 Hz), 7.89 (1H, d, J= 8.8 Hz), 8.34 (1H, dd, 
J= 8.8, 2.8 Hz), 8.44 (1H, d, J= 2.8 Hz), 10.65 (1 

h, s) ; 

MS (FAB) m/z: 321 (M + H)* I 
(*»J2 3 9) N — [3— (l-tFP^yx^;W 
7xx;l/] - (2-?PP-5-xFP7xx;W 
F 

mmmi 5 6T'KjiL7cN- C3-7-fc^7xx;lO 

- (2-7PP-5-xhP7xx;V) 

(0. 3 2 g, 1. Ommo 1) ^ THF/J< (9 : 1 v 

/v s 5mD %t>mamik*ymi-bvyj± (0. 

0 4g, 1. Ommol) Wl^ mm2 3 8lc 

mmLTcm^m\ mmmtk-sw (o. 2 4 g , ir 

$ 7 4 96) m%tzo 

[0 3 5 7] Rr 0.00(Hexane: Ethyl acetate, 9:1, v/ 
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v); 

'H NMR (DMSO-de , 400MHz) : 6 1.31 (3H, d, J= 6.4 H 
z), 4.66 - 4.73 (lH.m), 5.18 (1H, d, J= 4.1 Hz), 
7.09 (1H, d, J= 7.7 Hz), 7.29 (1H, t, J= 7.7 Hz), 
7.54 - 7.57 (1H, m), 7.70 (1H, bs), 7.87 (1H, dd, 
J= 8.8 Hz), 8.32 (1H, dd, J= 8.8, 2.7 Hz), 8.43 (1 
H, d, J= 2.7 Hz), 10.67 (1H, s) ; 
MS (FAB) m/z: 320 ( M )* ; 
(MMM2 4 0) N- [4- (5, 7, 7, 10, 10 

-^yZWb-lt 8, 9, l 0— rhvtiFa-5 10 
H-5, 1 Z-V7*f—*yy C4, 5] S/^D'NT'* 
[1, 2-b] t7*l/>-12-^/W7i-;W- 
(2-*on-5--hn7x-;W fcrt'tf+tfS F 
(2 4 0 a) 4- (5, 7, 7, 10, lO-^** 
9)1-7, 8, 9, 1 O-rh^t FD-5H-5, 1 

z-*J7V-*yV [4, 5] y*7w\-?z [i,2- 

b] -rjzvy-i )V) 7-vy 

4- (5, 7, 7, io, i o-^yftf-fr-i, 

8, 9, 1 0-fh7t Fn-5H-5, 13-S>7tf 
-^^7 [4, 5] S^D'Y/* [1, 2-b] ^72 20 
l^y-12— <))/) &MMWt (0. 9 7g, 2. 2 1m 
molK t er t-7f;V7;I/3-;KlOmL) , 
DPPA (0. 5 9mU 2. 74mmol) *5£tfF 
l)xf-/l/75> (0. 38mL, 2. 7 4mmo 1) *> 

e>8Bi£ft$4- (5, 7, 7, io, io-^y^ 

^;l>-7, 8, 9, 1 0— fh7HKo-5H-5, 1 
. 3-^7if-^^/ [4, 5] ^P'V/* [1, 2- 
b] *7*l/>-i 2— f/W 7-U>©B0C^ 
(0. 5 9g> 1. 1 5mmo 1) *4N-ttft**- 

V (2mL) SffifflU mm 8 8 fCie* L fc 30 
£j£fcftv\ SIEgWft^OJSSSS (0. 5 0g) * 

m «BEi«{b^« (o. 4 1 g, iix^8 7%) m 

[0 3 5 8] *H NMR (DMSO-da , 400MHz) : 8 1.05 (3H, 
s), 1.17 (3H, s), 1.25 (3H, s),1.29 (3H, s), 1.60 
- 1.65 (4H, Hi), 3.16 (3H, s), 5.67 (2H, s), 6.57 
(2H, d, J= 8.7 Hz), 6.96 (1H, s), 6.99 - 7.10 (4H, 
m) , 7.01 (1H, s), 7.42(2H, d, J= 8.7) I 40 
(2 4 0 b) N- [4- (5, 7, 7, 10, 1 0-^ 
y 7, 8, 9, 1 0— fFvfc KP-5H- 
5, 1 3-^7+f-^yy , [4, 5] S/7P^7^ 
[1, 2-b] t7^y-12-^W 7i-;H - 
(2-^an-5--ha7i-;W A/l/*^5H 
*i«i2 4 0 a-eHJfitfc4- (5, 7, 7, 10, 1 
0-^>#^U-7. 8, 9, 1 0— ff7t Fn- 
5H-5, 1 3-J?7if-^yy [4, 5] v^D'Y/ 
£ [1, 2-b] t7*l^-l 2— 7-Uy 
(0. 4 1 g, 1. OOmmol), DMA (5m L) 50 
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(0. 2 5g, 1. 1 3mmo 1) *ffifflUT, 

2mmLtcmm^\ mmmtsm (o. 45 

g^ IR*7 6%) *f#fc 0 

[0 3 5 9] 'H NMR(DMSO-de , 400MHz) : <5 1.04 (3H, 

s), 1.16 (3H, s), 1.26 (3H, s), 1.31 (3H, s) , 1. 
57 - 1.66 (4H, in) , 3.21 (3H, s) , 6.95 (1H, s) , 
7.06 (1H, s), 7.06 - 7.19 (4H, in), 7.73 (2H, d, J= 

8.8 Hz), 7.82 (2H, d, J=8.8 Hz), 7.91 (1H, d, J= 
8.8 Hz), 8.36 (1H, dd, J= 8.8, 2.7 Hz), 8.54 (1H, 
d, J= 2.7 Hz), 10.96 (1H, s) I 
MS (FAB) m/z: 593 (M + H)\ 592 ( M )* ; 

mn®\2 4 1) N— [4- (4-7577x^/1/) 9 
7V*-;l/-2->f;W - (2-7nn-5-xhD7x 
=.)]/) F 

mm I 9 0T«tfcN- [4- (4-t e r t-7" 
h * ;l/ tol/7 5 / 7 x -;W 97 2 -- f 
;W - (2-^nu-5-xhD7xx;l/) fc/I/tf+tf 
5 F (0. 3 6 gs 0. 7 5mmo 1 ) ^ Wc*9\sy 
(1 OmLK 7-V-;K0. lmDftStfthU 
7/l/*P»» (1 mL) SffifflbT, £ffi0Jl 9 2 tCfS 

«ufc*S£tev\ «EB«{k^*» (o. 2 4 g , m 

8 6 %) fcflfc, 

[0 3 6 0] 'H NMR(DMSO-de , 400MHz) : <5 5.26 - 5. 
27 (2H, ■), 6.59 (2H, d, J= 8.6Hz), 7.34 (1H, s), 
7.59 (2H, d, J= 8.6 Hz), 7.90 (1H, d, J= 8.9 Hz), 
8.37 (1H, dd, J= 8.9, 2.8 Hz), 8.58 (1H, d, J= 2.8 

Hz) ; 

MS (FAB) m/z: 375 (M + H) + ! 
(i«j2 4 2) N- [4- [4- (7xX;V75/* 

>l/#-rt/75>0 7x-;W 7x-;W - (2-^na 
-5--hP7i-;W 

mmmi 9 2-e«jsufcN- [4- (4-75/71^ 

;W 7x-;W - (2-7PD-5-xFa7xx;W 
*/MMrU-5K(0. 3 7g, 1. OmmolKTH 
F (5mL) ft5tfK:7i-;I"fVi'7*-h (0. 1 
3mL, 1. 2mmol)«lT, »2 3 6t 
IHtt/c7?S^V\ IIIBSWfb^tl (0. 4 5g> IK 
$9 3%) ^f#fc 0 

[0 3 6 1 ] 'H NMR (DMSO-de , 400MHz) : 5 6.98 (1H, 

t, J= 7.7 Hz), 7.29 (2H, d. J=7.7 Hz), 7.47 (2H, 
d, J= 7.7 Hz), 7.55 (2H, d, J= 8.3 Hz), 7.62 (2H, 
d,J= 8.4 Hz), 7.67 (2H, d, J= 8.4 Hz), 7.78 (2H, 
d, J= 8.3 Hz), 7.91 (lH.d, J= 8.8 Hz), 7.35 (1H, 
d, J= 8.8 Hz), 8.49 (1H, bs), 8.69 (1H, s), 8.77 
(1H, s), 10.78 (1H, s) ; 
MS (FAB) m/z: 487 (M + H)* i 

(£*0I]2 4 3) N- [4- [4- (75/*;l/#-;l/ 
757) 7x-;l/] 7x-/l/| - (2-7PP-5-- 

hu7x-;W *MW^F 
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$mw\ 9 [4- a-r^/yx^. 

)V) 7i-;W - (2-£pp-5--Fp7x~;W 
WIW5F(0. 3 7gs 1. Ommol), TH 
F (5ml) &6mcby^;I/^U/l^7>'7*-h 
(0. 16mL> 1. 2mmo 1) fcffiffll/C, ^fifcfll 
2 3 6fcE*Lfc#ffif«:{&\ WEiWft^tt (0. 3 
7 g, 1K*9 0%) £»fc 0 

[0 3 6 2] 'H NMRCDMSO-de , 400MHz) : 5 5.87 (1H, 

s), 7.48 (2H, d, J= 8.8 Hz), 7.55 (2H, d, J= 8.8 
Hz), 7.64 (2H, d, J= 8.7 Hz), 7.76 (2H, d, J= 8.7 10 
Hz), 7. 91 (1H, d, J= 8.8 Hz), 8.35 (1H, dd, J= 8.8, 

2.8 Hz), 8.48 (1H, d, J=2.8 Hz), 8.61 (1H, s), 1 
0.77 (1H, s) ; 
MS (FAB) k/z: 411 (M + H)* ; 

WJ2 4 4) N— [4- [4- (xh*$/*;I/#- 

(2-^on-5--hn7i-;l') F 
«19 2?IiiL^N- [4- (4-75/7x- 
;W 7x~;H - (2-^np-5--hD7i-;W 
»t5F(0. 3 7g, 1. OmmolKTH 20 
F (5mL) ft6Cffcih*'>*7l/*-^y'>7*- 
F (0. 1 2mU 1. 2mmo 1) £$fflLT, HI 
0J2 3 6fcEttffc£8fcfift\ SHEittftSft (0. 
4 7 9 7%) fcftfc, 

[0 3 6 3] ' H NMR(DMSO-ds , 400MHz) : <5 1.14 (3H, 
t, J= 7.1 Hz), 4.20 (2H, q, J=7.1 Hz), 7.60 (2H, 
d, J= 8.8 Hz), 7.65 (2H, d, J= 8.8 Hz), 7.68 (2H, 
d,J= 8.7 Hz), 7.79 (2H, d, J= 8.7 Hz), 7.91 (1H, 
d, J= 8.8 Hz), 8.35 (lH.dd, J= 8.8, 2.8 Hz), 8.49 
(1H, d, J= 2.8 Hz), 9.93 (1H, s), 10.38 (1H, s), 1 30 
0.79 (1H, s) ; 

MS (FAB) m/z: 483 (M + H)* ; 483 (M + H)* ; 
WJ2 4 5) N— [4- [4- [(3-77l/*D7 
x-;l/) 7^/^ts]^~)W^A 7x-/W 7x 
-;W - (2-*un-5--hD7x-;W 
■9-5 H 

UMiJl 9 2?«l/cN- [4- (4-75/7x^ 

;W 7x-;W - (2-^na-5--bD7i-;l/) 
W^F(0. 3 7g^ 1. 0 mm o 1 ) > T H 
F (5mL) 3Q:5tfK3-7;l/*n7x-;I/-ry^7* 40 
-F (0. 1 5mL, 1. 2mmo 1) ^ 
Mi] 2 3 6£iE*Lfc£8#:fi&\ SHSlWft^ft 

(0. 4 9 gs K^9 5%) *!#fco 

[0 3 6 4] 'H NMRCDMSO-ds , 400MHz) : 5 6.92 - 6. 
98 (1H, i), 7.28 (1H, d, J= 8.1Hz), 7.34 - 7.40 (1 
H, m), 7.58 (1H, d, J= 8.4 Hz), 7.59 (1H, s), 7.67 

(2H, d, J= 8.7 Hz), 7.71 (2H, d, J= 8.7 Hz), 7.80 

(2H, d, J= 8.7 Hz), 7.91 OH, d, J= 8.8 Hz), 8.36 
(1H, dd, J= 8.8, 2.8 Hz), 8.49 (1H, d, J- 2.8Hz), 
10.01 (1H, s), 10.81 (1H, s) ; 50 
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MS (FAB) m/z: 521 (M + H) + ; 
(HMIJ2 4 6) N- [4- (4--hD7x-;W ^ 

7V-;l/-2-^;W - (2-^nn-5--hn7x 

2-757-4- (4--hD7x-;W ^77-;U 
(0. 40g> 1. 82mmol)sDMA(5mL) 

ft 6tf fc 2 - 7 a p - 5 h n£H§i&* a 'J F 
(0. 4 7g, 2". 1 3mmo 1) ^fflLT, ^MiJ 

2\ttmLtz.m\^\ mmmc&fo (o. 7 1 

g, $$9 6%) £f#fc 0 

[0 3 6 5] 'H NMRCDMSO-d. , 400MHz) : 6 7.91 (1H, 
d, J= 8.8 Hz), 8.12 (1H, bs), 8.20 (2H, d, J= 9.0 
Hz), 8.32 (2H, d, J= 9.0 Hz), 8.37 (1H, dd, J= 8. 
8, 2.7 Hz), 8.62 (1H, d, J= 2.7 Hz) I 
MS (FAB) m/z: 405 (M + H)* I 

(DMJ2 4 7) N- [4-[4- [ (3-* 1^7 

x-;W 7^#/l>#~;l>75/] 7x-;W7x- 
;W - (2-7nn-5--FD7x^;l/) fc;]/^-? 
5F 

»U 9 2"?«l/cN- [4- (4-75/7x^ 
;W 7x-;W - (2-^pp-5--Fp7x^;1/) 
MtWF(0. 3 7g, 1. OmmolKTH 
F (5mL) ft6tfK3-^ h*S'7x-;H'V$'7* 
-h (0. 1 6mU 1. 2mmo 1) £f£fflLTs £ 

(0. 5 0 g, iK^ 9 7%) *ntto 
[0 3 6 6] 'H NMRCDMSO-de , 400MHz) : 8 3.74 (3H, 
s), 6.55 - 6.58 (1H, m), 6.93 -6.96 (1H, m), 7.16 
- 7.21 (2H, in), 7.54 (2H, d, J= 8.7 Hz), 7.61 (1 
H, d, J= 8.7 Hz), 7.67 (2H, d, J= 8.7 Hz), 7.78 (2 
H, d, J= 8.7 Hz), 7.91 (1H, d, J= 8.8 Hz), 8.35 (1 
H, dd, J= 8.8, 2.8 Hz), 8.49 (1H, d, J= 2.8 Hz), 8. 
71 (1H, s), 8.76 (1H, s), 10.78 (1H, s) \ 
MS (FAB) m/z: 517 (M + H)* \ 
(^M'J2 4 8) N— [4- [4- {^y"J)W^Jti 

j\,fs-H7z.y) 7x-;W 7x-/W - (2-7oa 

-5-~Fp7x~;W AMW^F 

^MiJ19 2tSilfcN- [4- (4-75/7x- 

)V) 7x-;W - (2-^aa-5--FP7x-;l/) 
*;l/#*"9-5 F (0. 3 7g, 1. Ommo I)> TH 
F (5mL) a6tfC^y5?Wyf7*-b (0. 1 
5mU 1. 2mmol)MLT, *fiE0!l2 3 6K 
KfSLfctffcfcfi^ flfiEiWft^tt (0. 4 9g, LR 
$ 9 8 %) £f#fc„ 
[0 3 6 7] 'H NMRCDMSO-de , 400MHz) : 5 4.32 (2H, 
d, J= 5.8 Hz), 6.65 (1H, t, J-5.8 Hz), 7.23 - 7.2 
7 (1H, m), 7.32 - 7.37 (4H, m), 7.50 (2H, d, J= 8. 
7 Hz), 7.56 (2H, d, J= 8.7 Hz), 7.65 (2H, d, J= 8. 

7 Hz), 7.76 (2H, d, J= 8.7 Hz), 7.91 (1H, d, J= 8. 

8 Hz), 8.35 (1H, dd, J= 8.8, 2.7 Hz), 8.48 (lH.d, 
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J= 2.7 Hz), 8.67 (1H, s), 10.76 (1H, s) ; 
MS (FAB) ra/z: 501 (M + H)* ; 
(^MiJ2 4 9) N-[4- [4- [ (2, 4-^771/ 

x-;W- (2-7DD-5-~hn7x-;W 
+"9-5 F 

HM'Jl 9 2T«UcN- [4- (4-75/7x- 

;W 7x~;W - (2-^pp-5--Fd7x-;1/) 
*MW5F (0. 3 7g, 1. OmmolKTH 
F (5mL) 3&6>tfK2, 4-i/7Wn7x^WV 10 
^7*~h (0. 19g^ 1. 2mmol)*ttffiU 

(0. 5 0g, 1R*9 6%) £f#7c 0 

[0 3 6 8] 'H NMR(DMSO-d 6 , 400MHz) : 8 7.00 - 7. 
06 C1H, m), 7.29 (1H, ddd, J= 11.4, 8.9, 2.7 Hz), 
7.51 (2H, d, J= 8.7 Hz), 7.60 (2H, d, J= 8.7 Hz), 
7.65C2H, d, J= 8.7 Hz), 7.75 (2H, d, J= 8.7 Hz), 
8.04 - 8.12 (1H, a), 8.32(1H, dd, J= 8.8, 2.7 Hz), 

8.46 (1H, d, J= 2.7 Hz) , 8.51 (1H, s), 9.10 (1H, 

bs), 10.75 (1H, s) ; 20 
MS (FAB) m/z : 523 (M + H) + <; 

(HMIJ2 5 0) N— [4- [4- i^y^JW^J 
1-*i3j\s&Z.)\s7*A 7x-/M 7x-/W - (2- 
£pp-5--Fn7x-;l/) *;l/**"9"5H 
HWIl 9 2T?«lLfcN- [4- (4-75/7x~ 
;W 7x-;W - (2-^nn-5--hn7x-;W 
F (0. 3 7g> 1. Ommol), TH 

F (5m L) a6tffc^y/-f;I/^yS/7*-h (0. 

16mL 1. 2mmo 1) £®fflLT, IWJ2 3 6 
£fa«L/c7a&fC$l\ SIEiWfk^l (0. 5 1 g> 30 
|$9 6%) mtc a 

[0 3 6 9] 'H NMR(DMSO-de , 400MHz) : 8 7.56 (2H, 
t, J= 7.5 Hz), 7.68 (1H, t, J=7.5 Hz), 7.74 - 7.7 

6 (4H, m), 7.81 - 7.83 (4H, in), 7.92 (1H, d, J= 8. 

8 Hz), 8.00 (2H, d, J= 7.5 Hz), 8.36 (1H, dd, J= 

8.8, 2.8 Hz), 8.50 (1H, d,J= 2.8 Hz), 10.83 (1H, 

s), 11.60 (1H, s) ; 

MS (FAB) m/z: 531 (M + H)* ; 
mMM2 5 1) N— [4- [4- (Xh^->*M- 

;i/75y^**;v#-;i/75y) 7x-;H 7x-/W 40 
- (2-^nn-5--hn7xn;l/) ^bt^D-^F 
sWU 9 2?«LfcN- [4- (4-75/7x- 

;W 7x-;W - (2-#nn-5--hn7x-;W 
*;I/**-9-5H (0. 3 7g^ 1. Ommo IK TH 
F (5mL) ft6tffcxh*S/*;l/#-;I/>fy^*S/7 

(0. 14mL, 1. 2mmol) 
HMIJ2 3 6tc|B«Lfe*J*K:fi£v\ «SEa«{b£«l 
(0. 48g, i|X$9 6%) £l#fc<> 
[0 3 7 0] 'H NMRCDMSO-de , 400MHz) : 8 1.27 (3H, 
t, J= 7.1 Hz), 4.23 (2H, q, J=7.1 Hz), 7.71 (4H, 50 
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s), 7.73 (2H, d, J= 8.8 Hz), 7.81 (2H, d, J= 8.8 H 
z),7.91 (1H, d, J= 8.8 Hz), 8.36 (1H, dd, J= 8.8, 
2.7 Hz), 8.50 (1H, d, J=2.7 Hz), 10.82 (1H, s), 1 
1.29 (1H, s), 11.61 (1H, s) ; 
MS (FAB) m/z: 499 (M + H)* ; 
(HM'J2 5 2) N— [4- [4- (7x-/l/75/? 

t*;Vtol/7^y) 7x-;W 7x-;V] - (2-7 
DP-5--hD7x-;0 AM'W^F 
»m 1 9 2T«i6LfcN- [4- (4-75/7xX 
7i-;W - (2-^on-5--bn7i-;W 
Art/ff+tfSK (0. 3 7g^ 1. OmrnoDv TH 
F (5mL) ft6tHC7x-fl/^y?-*5'7*-h 
(0. 2 4mLs 2.0mmol) ^fffllt, 

2 3 6EK*Ufc#B;fcftV\ Hf2i£Wk£tJ (0. 4 
5 g, lK*8 9%) £t#fco 

[0 3 7 1] 'H NMR(DMSO-de , 400MHz) : 8 7.14 (1H, 
t, J- 7.4 Hz), 7.35 (2H, t, J=7.9 Hz), 7.49 - 7.5 

3 (2H, m), 7.57 - 7.61 (2H, m), 7.66 (2H, d, J= 8. 
7 Hz), 7.70 (2H, d, J= 8.7 Hz), 7.80 (2H, d, J= 8. 
7 Hz), 7.91 (1H. d, J= 8.8 Hz), 8.35 (1H, dd, J= 
8.8, 2.7 Hz), 8.49 (1H, d, J= 2.7 Hz), 9.84 (1H, 
s), 9.89 (1H, bs), 10.81 (1H, s) '< 

MS (FAB) m/z: 503 (M + H)* I 
(*MiJ2 5 3) N— [4- (3-75/7x-;W * 
7y-/I/-2— f;W - (2-7nD-5--Fd7x 
-/W *;l/sl?*?5 F 

*»2 3 4T«b/c:N- [4 - (3 - t e r t -7" 
h ^y^/l^-zl^ 5 / 7 x-;W ?7V-)\s- 2 — f 
;W - (2-7nn-5--Fa7x-;W ajMMrtf 
5 F (0. 2 0 g, 0. 4 3mmo 1) , mt^Uy 
(5mL) , 7-y-7l/ (0. 0 5mL) Jo*tfhU7 
;W-tM (lmL) *ffifflLT, »J19 2fclB* 

ucm^\ mmtt&fo (o. 1 2 g , usm 

8%) *fcfc„ 

[0 3 7 2] 'H NMR(DMS0-d 6 , 40011Hz) : 8 5.15 (2H, 
bs), 6.52 - 6.55 (1H, ■). 7.06(1H, s), 7.06 - 7.1 
2 (2H, m), 7.54 (1H, s), 7.91 (1H, d, J= 8.9 Hz), 
8.37 (1H, dd, J= 8.9, 2.8 Hz), 8.59 (1H, d, J= 2.8 

Hz) : 

MS (FAB) m/z: 375 (M + H) f ; 374 ( M )* I 
WJ2 5 4) N— [4- [4- (2--Fn7x^ 

;l/75y*;l/#-;l/757) 7x~/l/] 7x-;W- 
(2-7an-5-~hP7x-;W *;MkH-3K 
1 9 2 X*MM LtcH— [4- (4-7577x^ 

)V) 7x-;W - (2-^od-5--Fd7x-;V) 

fc/l'tf+tfS F (0. 3 7 g^ 1. Ommo IK TH 
F (5mL) %BSi:2--FD7xxMV->7^- 
h (o. 2 0g, 1. 2mmol)»Ltx*lfJ 
2 3 6KE«bfc*i*£ttV\ $ffi@tt{fc#fo (0. 4 
8 g^ lR$9 0 96) 
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[0 3 7 3] 'H NMRCDMSO-de , 40QMHz) : 6 7.20 - 7. 
25 OH, in), 7.59 (2H, d, J= 8.8Hz), 7.65 (2H, d, J 

- 8.8 Hz), 7.69 (2H, d, J= 8.8 Hz), 7.70 - 7.74 (1 
H.ffl), 7.79 (2H, d, J= 8.8 Hz), 7.91 (1H, d, J= 8.8 

Hz), 8.11 (1H, dd, J= 8.4, 1.5 Hz), 8.32 (1H, dd, 
J= 8.4, 1.5 Hz), 8.35 (1H, dd, J= 8.8, 2.8 Hz), 

8.49 (1H, d, J= 2.8 Hz), 9.64 (1H, bs), 9.95 (1H, 

bs) ; 

MS (FAB) ra/z: 532 (M + H3* ', 
(HMIJ2 5 5) N— [4- (2-75y-^7V-;P 10 
-4->f;W 7i-;H - (2-^DD-5--hD7 

mm l 5 5T'SltfcN- (4-r-b^l/7x-;W 

- (2-£au-5--hn7x-;b) *;I/#*"9-5F 
(4. 78g, 15. Ommol) , ft^bT (0. 
9 1 g. 1 2mmo 1) ftStfER* (1. 5 2g, 

6. Ommo 1) fcffifflLT, #^J2 £IB«Lfc£i£ 
SIEiWft&to (3. 4 9 g, lR*6 2%) * 

[0 3 7 4] "H NMRCDMSO-d« , 400MHz) : 6 6.95 (1H, 20 
s), 7.04 (2H, bs), 7.70 (2H, d,J= 8.7 Hz), 7.80 
(2H, d, J= 8.7 Hz), 7.90 (1H, d, J= 8.8 Hz), 8.34 
(lH.dd, J= 8.8, 2.7 Hz), 8.48 (1H, d, J= 2.7 Hz), 
10.75 (1H, s) I 
MS (FAB) ra/z: 375 (M + H)* ; 
(IWJ2 5 6) N- [4- [4- [ OZV*Jy-Z- 
<<)]/) 75/?-**/l'#-rt'75/] 7i-;W 
;W - (2-?DD-5--bn7i-;W fcrt'tf+tf 

gfflgfflll 9 2T«UcN- [4- (4-75/7x- 30 

;W 7x-;l>] - (2-^on-5--hn7i-;W 
*;l/#*1f5K (0. 3 7g, 1. Ommol), TH 
F (5mL) !&6tfK3-lfU^-;I/-fVf-*'>r*- 
h (0. 16mg, 1. 2mmo 1) £$fflLT> HI 
^ij2 3 6fCiaiL/c^?4^\ UfagWfb^t) (0. 
4 5 g, ifc$8 9%) £t#fc 0 
[0 3 7 5] 'H NMRCDMSO-d. , 400MHz) : 6 7.38 (1H, 
dd, J= 8.5, 4.8 Hz), 7.58 (2H,d, J= 8.6 Hz), 7.68 
(2H, d, J= 8.6 Hz), 7.71 (2H, d, J= 8.7 Hz), 7.80 
(2H, d, J= 8.7 Hz), 7.91 (1H, d, J= 8.9 Hz), 7.96 40 
- 7.98 (1H, in), 8.33 (1H, dd, J= 4.8, 1.4 Hz), 8. 
36 (1H, dd, J= 8.9, 2.8 Hz), 8.49 (1H, d, J= 2.8 H 
z), 8.63 (1H, d, J= 2.4 Hz), 9.92 (1H, bs), 10.11 
(1H, s), 10.81 (lH.s) : 
MS (FAB) m/z: 504 (M + H)* \ 
(^»J2 5 7) N- [4- [ (lfU^y-3->f;W 
75/^*#;Wtol>75y] 7x~;H - (2-^P 
a-5-— ha7x-;W #;W^+J-^F 

-mm 1 8 0-esiiStfcN- (4-r^/7i-;v) - 

(2-^na-5--hD7x-;W AM^^F 5C 
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(0. 2 9g, 1. Ommol), THF (5mL) 4 
6tfK3-«iU^-;WVf-*^7*-h (0. 16m 
g, 1. 2mmol)«U, f» 2 3 6 fcfBfc 

ufc*ffifctsev\ #jegwfb^ti (o. 3 9 g , urn 

1 %) £t#fco 

[0 3 7 6] 'H NMRCDMSO-d. , 400MHz) : 5 7.37 (1H, 
dd, J= 8.1, 4.7 Hz), 7.46 (2H,d. J= 8.6 Hz), 7.68 
(2H. d, J= 8.6 Hz), 7.90 (1H, d, ]= 8.8 Hz), 7.95 
(1H, d, J= 7.9 Hz), 8.31 - 8.36 (2H, in), 8.46 (1 
H, d, J= 2.7 Hz), 8.61 (1H, d, J= 2.1 Hz), 9.80 (1 
H, bs), 10.00 (1H, s) , 10.74 (1H, s) ! 
MS (FAB) m/z: 428 (M + H) f ; 
(WJ2 5 8) N— [4- [4- [OfU5»-4- 

- (2-^nn-5--hn7x-;W fc^tf+tf 

5H 

gflfeffll 9 2T«LfcN- [4- (4-73/7x- 
/]/) 7x-;W - (2-^nn-5--hP7x-;W 
AMW^F (0. 1 5g, 0. 4 Ommo 1) , T 
HF (5mL) ft6tfk:4-b!y^-;I/^Vf : *'>7* 
-h (0. 06mgs 1. 2mmo 1) £f£fflLT, % 
M>J2 3 6£IE«Lfc£fcKfiEv\ #:f2gWft^t) 

(0. 1 9 g, 1RS|5 9 4 %) fcfcfco 

[0 3 7 7] 'H NMRCDMSO-de , 400MHz) : 5 7.59 (2H, 

d, J= 8.6 Hz), 7.64 (2H, d, J=5.2 Hz), 7.68 (2H, 
d, J= 8.6 Hz), 7.71 (2H, d, J= 8.7 Hz), 7.80 (2H. 
d,J= 8.7 Hz), 7.91 (1H, d, J= 8.8 Hz), 8.36 (1H, d 
d, J= 8.8, 2.7 Hz), 8.42(2H, d, J= 5.2 Hz), 8.49 

(1H, d, J= 2.7 Hz), 10.23 (1H, bs), 10.81 (lH.s) \ 
MS (FAB) m/z: 504 (M + H)* ; 

5 9) N- [4- [ (t°U>»-4-^;l/) 

75/f-**7l/*-^75/] 7x-/W - (2-^P 

a-5--ho7x-;W 

IM1 8 0-C»LfcN- (4-75/7x~;lO - 
(2-^PP-5--hn7x-;l/) #/WW5 F 
(0. 1 2 g> 0. 4 Ommo IK THF (5m L) 
ft6tfK4-lfUS 7 -;^V^*5'7*-h (0. 0 6 
mg, 1. 2mmo 1) ^fflLT, »IJ2 3 6^I5 

*tfe*i*Kfiev\ aasiWft^Ki (o. 1 6 g , m 

9 4 %) £t#fc 0 

[0 3 7 8] 'H NMRCDMSO-de , 400MHz) : 8 7.47 (2H, 
d, J= 8.8 Hz), 7.64 (2H, d, J-6.0 Hz), 7.69 (2H, 

d, J= 8.8 Hz), 7.90 (1H, d, J= 8.8 Hz), 8.35 (1H, 

dd,J= 8.8, 2.8 Hz), 8.42 (2H, d, J= 6.0 Hz), 8.46 

(1H, d, J= 2.8 Hz), 10.11 (1H, s), 10.19 (1H, s), 

10.75 (1H, s) ; 

MS (FAB) m/z: 428 (M + H)* I 
CH»J2 6 0) N- [(6-tert-7F^M 

#-;l/73y) ^y ^7^-^-2-^;!/] - (2- 

^ap-5--hP7x-;W 



(55) 
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2-757-6- t e r t -7>*$/#/l/#-/l/75/ 
^y^j ( 4 , 23g^ 15. 9mmolK 
DMA (40mL) &P>tffc 2 -#DD- 5 Fn$ 
Htlg^nU F (4. 2 1g, 19. lmmol)*ffi 

ft (6. 0 9 g, W8 5%) m%tc a 
[0 3 7 9] 'H NMR (DMSO-de . 40011Hz) : 5 1.50 (9H, 
s), 7.43 (1H, dd. J= 8.7, 2.1 Hz), 7.66 (1H, d, J 

= 8.7 Hz), 7.90 (1H, d, J= 8.9 Hz), 8.18 (1H, bs), 
8.37 (1H, dd, J= 8.9, 2.7 Hz), 8.62 (1H, d, J= 2. 10 

7 Hz), 9.54 (1H, bs) ; 

MS (FAB) ra/z: 449 (M + H) + ; 

mm\n2Q on- C6-75/^yv^7:/-;i/- 

2-4)V) - C2-£no-5--bn7x-;W fib 

HMI2 6 0T?H»bfcN- [ (6-t e r t-7F* 
5/#;l/#'-/I/75/) ^> > /f-7 % /-/l/-2-^;W - 

(5. 46g, 12. 2 mm o 1 K 7- V—)\> ( 1 m 
L) fe«ttfhU7;l/*DB» (1 lmL) SffifflUT, 20 

(4. 1 4 g, W9 7%) 

[0 3 8 0] 'H NMR (DMSO-de , 400MHz) : 8 7.08 (1H, 
dd, J= 8.6, 2.0 Hz), 7.55 (lH.bs), 7.68 (1H, d, J 
= 8.6 Hz), 7.92 (1H, d, J= 8.9 Hz), 8.39 (1H, dd, 
J=8.9, 2.7 Hz), 8.62 (1H, d, J= 2.7 Hz) ; 
MS (FAB) m/z: 349 (M + H)\ 348 ( M ) + ; . 
(^MiJ2 6 2) N- [4- (4-pWX;l/*~/I/7 
5/7x-;V) ^77-/1/- 2 - (2-?nn 
- 5 F D 7 x -;W * 5 F 30 

M0IJ2 4 1T«L£N- [4- (4-7.3/7*- 

;W f-77-;l/-2— - (2-^na-5--b 

D7x-;W *M^5F (0. 5 0g^ 1. 3 2m 

mo IK ^*^x;l/*-;l/^nU F (0. limL, 
1. 4 5mmo IK ^J5>> (5mL) fcttfflt/t, 

Mnn2icmmbfcmmh\ mimitsm (o. 

5 9 g^ W9 9%) £f#fc 0 
[0 3 8 1] 'H NMRCDMSO-de , 400MHz) : 6 3.03 (3H, 
s), 7.27 (2H, d, J= 8.7 Hz), 7.69 (1H, s), 7.89 

(2H, d, J= 8.7 Hz), 7.91 (1H, d, J= 8.9 Hz), 8.38 40 

(lH.dd. J= 8.9, 2.7 Hz), 8.60 (1H, d, J= 2.7 Hz), 

9.88 (1H, s) ; 

MS (FAB) m/z: 453 (M + H)* ; 
(3»2 6 3) N— [4- (4-7-b^;l/7577x 

-;W ^7 s /-;l/-2-^;l/] - (2-?na-5-- 
Fn7x-;W F 
mmW\2 4 l"PSB|UcN- [4- (4-73/7x- 
;W f-7 s /-;V-2— Y;W - (2-^aa-5-~F 
P7x-;W #;WW3F (0. 3 3g^ 0. 8 8m 
mo IK MtTti-Jl (0. 0 7mL, 0. 9 6mm 50 
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ol), DMA (4mL) ZmLX, £M2KfB« 
LfcMCil\ ffilBiWffc^ft (0. 3 5g, m9 
6 %) £l#fc 0 

[0 3 8 2] ' H NMRCDMSO-de , 400MHz) : 5 2.06 (3H, 
s), 7.64 (2H, d, J= 8.7 Hz), 7.84 (2H, d, J= 8.7 

Hz), 8.37 (1H, dd, J= 8.8, 2.8 Hz), 8.59 (1H, d, J 

= 2.8 Hz), 10.03 (1H, s) ! 

MS (FAB) m/z: 417 (M + H) + 1 
C*»2 6 4) N- [4- [ (4-75/*;l/#- 

;W tW^y-W;W 7x-;W - (2-^nn 

-5--hn7x-;W *MW?F 

mm\n 1 3 3T»f;N- [4- (tw^y- 1 - 

<<)V) 7x-;W - (2-^PD-5--hD7x~ 
;W F • 2fitttt (0. 2 4 g, 0. 6 5 

mmolK hy^^UHV^-b (0. 1 
lmU 0. 78mmolKTHF(5mL) 
LTv ^0J2 3 6KI2«Lfc£££fi&\ tlEBWfk 
£ft (0. 2 2 g, W8 4%) mtco 
[0 3 8 3] ' H NMRCDMSO-de , 400MHz) : 8 3.05 (4H, 
m), 3.43 (4H, in,), 6.05 (2H, bs), 6.98 (2H, d, J= 
8.4 Hz), 7.56 (2H, d, J= 8.4 Hz), 7.88 (1H, d, J= 
8.8Hz), 8.33 (1H, d, J= 8.8 Hz), 8.41 OH, s), 1 
0.49 (1H, s) ; 
MS (FAB) m/z: 000 (M + H)* : 
(HMIJ2 6 5) N- [4- (2-7*^75/-^ 
77-71/- i-' Ol) 7x-;H - (2-*nn-5- 

$mm5 5X*W&LtzK- [4- (2-757-^7 
!/-/!/- 4-' f)V) 7x-;V] - (2-^PD-5-- 
hD7x-;W #;WW5F (0. 1 9 g. 0. 5 0 
mmo 1) , 7-fe^^nU F (0. 0 4mU 0. 5 
5mmo 1) , DMA (5mL) *ttffll/C, WJ2 
tEj8Ufc*fth:tiev\ &§BBtfrtk£ft (0. l 6g, 
iR*7 8%) 

[0 3 8 4] 'H NMRCDMSO-de , 400MHz) : 8 2.17 (3H, 
s), 7.54 (1H, s), 7.77 (2H, d,J= 8.7 Hz), 7.79 - 

7.93 (3H, in), 8.35 (1H, dd, J= 8.9, 2.8 Hz), 8.49 

(1H, d, J= 2.8 Hz), 10.81 (1H, s) ! 

MS (FAB) m/z: 000 (M + H)* ; 
(HMIJ2 6 6) N- [3- ( 2 -7^1/75 / 

7x-;W - (2-^nn-5- 

-hD7x~/W *;V#++h5F 

HM'J2 3 3T«LfcN- [3- (2-75/-f-7 

y-;l/-4-^;W 7x-;W - C2-£oa-5-- 
hD7x-;V) £;W^5F (0. l 2 g. 0. 3 3 
mmo 1) » 7tt)WW) F (0. 0 3mL) , DM 
A (5mL) ZmLX, £ffi0!l2 mMLTcmteU 
V\ gUBBMffc^ft (0. 1 Omg, 1K*7 0%) £t# 

fco 

[0 3 8 5] 'H NMRCDMSO-de , 400MHz) : 5 2.17 (3H. 
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s), 7.43 (1H, t, J= 7.9 Hz), 7.49 - 7.52 OH, in), 
7.56 (1H, s), 7.65 - 7.68 (1H, in), 7.91 (1H, d, J 
= 8.8 Hz), 8.35 (1H, dd, J= 8.8, 2.7 Hz), 8.41 - 
8.42 OH, m), 8.49 (1H, d,J= 2.7 Hz), 10.78 (1H, 

s) ; 

MS (FAB) m/z: 000 (M + H)* ; 
(MtS$J2 6 7) N- [4- (2-75/x^;W 7x 
x;l/] - (2-^nn-5--hn7x-;W 

■9-5 F 

UMil 6 9Ti#P>nfcN- [4- (2-75/X^ 10 
;W 7x-;W - (2-^DD-5--hn7x-iW 
*;l/#*^FiSI8JSO. 2*a«I (3. 7 4g, 10 
mmo 1) gfiftfilTk (2 0mL) > 7j< (8 0mL) 
fcBtflcvlrU^ (1 OmL) ftycftnx, 1 1$ MflHMt 

atSSBWfk^ft (3. 0 5 g, HX^9 6%) %t#fc 0 
[0 3 8 6] 'H NMR(DMSO-ds , 400MHz) : <5 2.63 - 2. 
70 (1H, m), 2.79 (27H, t, J= 7.0Hz), 3.12 - 3.18 
(1H, in), 7.21 (2H, d, J= 8.4 Hz), 7.62 (2H, d, J= 
8.4Hz), 7.89 (1H, d, J= 8.8 Hz), 8.33 (1H, dd, J= 20 
8.8, 2.7 Hz), 8.43 (1H, d, J= 2.7 Hz), 10. 65 (1H, 
s) ; 

MS (FAB) m/z: 320 (M + H)* ; 
mmmZQS) N- [4- (2-7xX;P73/*/l/ 
^;l/75/xf-;W 7xx;V] - (2-?dd-5- 
- hP7xx;W Mm?F 
m®l2 6 7?*mircN- [4- (2-75/xf- 
;W 7x-;U] - (2-*no-5-xhP7xx/W 
*;I/***5H (0. 3 2g, 1. Ommol), TH 
F (5mL) 46tflC7i-;My5'7*-h (0. 1 30 
3mLs 1. 2mmol)§ffflU, HIP 2 3 6 
12«Lfc££fc$V\ ^IBgfi^t) (0. 3 5g, UX 

^7 9%) zntco 

[0 3 8 7] 'H NMR(DMSO-d 6 , 400MHz) : 5 2.86 (2H, 

t, J= 7.3 Hz), 3.66 - 3.71 (2H,m), 6.88 (1H, t, J 
= 7.3 Hz), 7.21 (2H, t, J= 8.3 Hz), 7.37 (2H, d, J 
= 7.7 Hz), 7.64 (2H, d, J= 8.3 Hz), 7.89 (1H, d, J 
= 8.9 Hz), 8.34 (1H, dd,J= 8.9, 2.7 Hz), 8.44 (1H. 

d, J= 2.7 Hz) ), 8.46 (1H, s), 10.66 (1H, s); 
MS (FAB) m/z: 439 (M + H) + : 40 

(HMIJ2 6 9) N- [4- (2-7xx;l/75/^* 
*;l/#-;I/75/xf-/W 7xx;H - (2-^na- 

5-xhP7xx;l/) *;l/#*^5H 
HMiJ2 6 7-?«L/cN- [4- (2-75/Xf- 
;W 7xx;l/] - (2-^an-5-xhn7xx;l/) 
*;l/#+^5H (0. 3 2g, 1. Ommo 1) , , T 
HF (5mL) £6tffc7xx;l/>fy$'7*-h (0. 

15mU 2. Omraol)«ffllt, |»J2 3 6 

tia8Lfc^Kfiev\ megwfb^ (o. 3 5 g, 

lR$7 8%) rf#/Co 50 
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[0 3 8 8] 'H NMRCDMSO-de , 40011Hz) : 5 2.87 (2H, 
t, J= 7.3 Hz), 3.70 - 3.72 (2H,m), 7.11 (1H. t, J 
= 6.2 Hz), 7.26 - 7.37 (6H, m), 7.66 (2H, d, J= 8. 

4 Hz), 7.72 (1H, bs), 7.90 (1H, d, J= 8.8 Hz), 8.3 

5 (1H, dd. J= 8.8, 2.8 Hz), 8.45 (1H, d, J= 2.8 H 
z), 9.57 (1H, bs), 10.67 (1H, s) I 
MS (FAB) m/z: 455 (M + H) + ; 

(HMJ2 7 0) N- [4- (2-75/*;l/ffx/l/7 
= /xf;V) 7xx;H - (2-^nu-5-xhP7 
xx;b) F 

mmzei^mhrcn- [4- (2-75/x^ 

;W 7i-;H - (2-^DP-5--hD7x-;W 
MW5F(0. 3 2g, 1. OmmolKTH 
F (5mL) ft6tflchU^f-/l/^U/I/^y'>7*-h 
(0. 16mL 1. 2mmo 1) fcttffll/t* 
2 3 6fc^l/fc2fffifcfi&\ ^fSi^t^tl (0. 2 
8gs W7 7%) £&fc„ 
[0 3 8 9] 'H NHRCDHSO-de , 400MHz) : 8 2.65 (2H, 
t, J= 7.2 Hz), 3.16 - 3.22 (2H,m), 5.42 (2H, s), 
5.89 (1H, t, J= 5.5 Hz), 7.21 (2H, d, J= 8.3 Hz), 
7.62 (2H, d, J= 8.3 Hz), 7.89 (1H, d, J= 8.8 Hz), 
8.34 (1H, dd, J= 8.8, 2.7Hz), 8.44 (1H, d, J= 2.7 
Hz), 10.63 (1H, s) ; 
MS (FAB) m/z: 363 (M + H)* ; 
OTJ2 7 1) N- [4- (2-7xx;l/*/l/ff:=.;l/ 
75/f-**/l'#x;I/75/xf-/l/) 7xx;V] - (2 
_^ an -5-xFD7xx;l/) *;I/***5F 
^SS0J2 6 7T-Si6UcN- [4- (2-7^/x^ 
)V) 7xx;l/] - (2-^nn-5-xha7xx;l/) 
*;I/#*-9-5H (0. 3 2g, 1. Ommo IK TH 
F (5mL) i6:5tf£^/Wy'>7*-h (0. 
16mU 1. 2mmo 1) £ffifflLT\ f»2 3 6 

KtmbTcm^\ m&mittito co. 4o g , 

[0 3 9 0] ' H NMRCDMSO-d. . 400MHz) : 8 2.96 (2H, 
t, J= 7.1 Hz), 3.83 - 3.89 (2H,m), 7.30 (2H, d, J 
= 8.4 Hz), 7.51 (2H, t, J= 7.7 Hz), 7.61 - 7.67 (3 
H,m), 7.87 - 7.93 (3H, m), 8.33 (1H, dd, J= 8.8, 
2.8 Hz), 8.45 (1H, d, J=2.8 Hz), 10.68 (1H, s), 1 
0.93 (1H, s), 11.33 (1H, s): 
MS (FAB) m/z: 483 (M + H)* ; 
mm\2 7 2) N— [4 — (2-lF^^*M-;V 
75/^**;l/#x;V75yx^;l/) 7xx;l/] - (2 
-£pp-5-xFP7xx;l/) 
^M!l2 6 7T«LfcN- [4- (2-75/X^ 
/I/) 7xx;W - (2-^DP-5-xhD7xx;l/) 
M#W5F (0. 3 2g^ 1. OmmolKTH 
F (5mL) &6mcxh^#;V*x;l/^y^7*- 
h (0. 14mL, 1. 2mmol)^iILt, ii 
M2 3 6£fB«L/e£ri«l\ ®Hmit&fo (0. 
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4 1 g, ik* 9 2%) %nrz 0 

[Q 3 9 1] 'H NMRCDMSO-de , 400MHz) : $ 1.21 (3H, 

t, J= 7.1 Hz), 2.89 (2H, t, J=7.2 Hz), 3.76 - 3.8 
1 (2H, ■), 4.14 (2H, q, J= 7.1 Hz), 7.26 (2H, d, J 
- 8.4 Hz), 7.64 (2H, d, J= 8.4 Hz), 7.89 (1H, d, J 
= 8.8 Hz), 8.34 (1H, dd,J= 8.8, 2.7 Hz), 8.45 (1H, 

d, J= 2.7 Hz), 9.91 (1H, bs), 10.67 (1H, s). 10.96 

(1H, s) ; 
MS (FAB) m/z: 451 (M + H)* ; 

(HPJ2 7 3) N- [4- [2- (try ^-3-^ 10 
^JS0|2 6 7"T?WiUcN- [4- (2-T^yxf- 

)V) 7i-;H - (2-£pp-5-xFp7xx/i/) 

F (0 3 2 g, 1. Ommo 1) > THF 
(5mL), Z-WitiMVttVT^-Y (0. 1 
6g, 1. 2mmol)*ffflLT, fWJ 2 3 6 Ktl 

mbtcmic'^\ w&mit&fo (o. 4 1 g , nx* 

9 0 96) £t#fc 0 

[0 3 9 2] 'H NMR (DMSO-de , 400MHz) 6 2.87 (2H, 20 
t, J= 7.3 Hz), 3.66 3.77 (2H, m), 7.27 (2H, d, J= 

8.3 Hz), 7.36 (1H, dd, J= 8.1, 4.7 Hz), 7.65 (2H, 

d, J= 8.3 Hz), 7.89 (1H, d, J= 8.8 Hz), 7.91 7.9 
8 (2H, in), 8.30 (1H, d, J=4.7 Hz), 8.34 (1H, dd, J 
= 8.8, 2.7 Hz), 8.44 (1H, d, J= 2.7 Hz), 8.57 (1H, 

d, J= 2.2 Hz), 9.70 (1H, bs), 10.67 (1H, s) ; 
MS (FAB) m/z: 456 (M + H) + ; 

(WJ2 7 4) N- [4- (>f5#V [1, 2-a] 

yzyyy-z-Jfr) 7xx;i/| - (2-^pn-5- 

- F P 7 x -/W iJ )W*Vr 5 F 30 
4- (>f5#y [1, 2-a] trU^'y-2— <)V) 7 
=.yy (0. 2 2 g^ 1. 0 7mmo IK DMA (3 
mL) 46tft2-^Pn-5--hnfiJRS*^oU 
F (0. 2 6 g, 1. 1 8mmo 1) £€fflLT> MM 

m 2 tciBi l tcmicm\ m @ Kutsfo (0.39 

g, iR$9 2%) %l#/co 

[0 3 9 3] 'H NMRCDMSO-ds , 400MHz) : 5 6.89 (1H, 
m), 7.22 - 7.26 (1H, i), 7.57 (1H, d, J= 9.3 Hz), 
7.79 (2H, d, J= 8.6 Hz),' 7.91 (1H, d, J= 8.9 Hz), 
7.98(2H, d, J= 8.6 Hz), 8.35 (1H, dd, J= 8.9, 2.8 40 
Hz), 8.50 (1H, d, J= 2.8Hz), 8.53 (1H, d, J= 6.7 H 
z), 10.80 (1H, s) ; 
MS (FAB) m/z: 000 (M + H)* I 

(iJUltfij2 7 5) N — [3- (2-tFn+J/x^;W 
7i-;H - (2-^aa-5--hD7i-W #71/ 
#+•9-5 F 

N-3- (2-t Fp+^x^;W 7x'jy(2. 56 
g, 18. 7mmol), DMA (2 5mL) ftfctffc: 
2-^DP-5-xhPgB«^PU F (4. 31 
g> 19. 6mmo 1) fc&fflLT, WJ2^|BSb 50 
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WEBWfbS* (3. 8 1 g, W6 4 

%) fctffco 

[0 3 9 4] 'H NMR(DMSO-de , 400MHz) : 6 2.72 (2H, 
t, J= 7.0 Hz), 3.61 (2H, q, J=7.0 Hz), 4.66 (1H, 
t, J= 7.0 Hz), 7.00 (1H, d, J= 7.8 Hz), 7.27 (1H, 
d,J= 7.8 Hz), 7.54 (1H, d, J= 7.8 Hz), 7.57 (1H, 
s), 7.89 (1H, d, J= 8.8 Hz), 8.34 (1H, dd, J= 8.8, 
2.8 Hz), 8.44 (1H, d, J= 2.7 Hz), 10.64 (1H, s) i 
MS (FAB) m/z: 321 (M + H)* I 
(HMIJ2 7 6) N— [4- [4- (N, N-^X#> 

x;l/*x;l/75y) 7i-;V] 7xx;l/J - (2-^p 
a-5-xhP7xx;l/) ftyl/JiW^ F 
$ffi0!|l 9 2T«UcN- [4- (4-7^/7xX 
;W 7xx;l/] - (2-^PP-5-xFP7xx;l/) 
F (0. 3 7g, 1. Omraol), TH 
F (1 OmL) , hUxf-;l/75> / (0. 5 5m U 
4. Ommo 1) &5tffcx*>X;l/*x;l/*Dy F 
(0. 3 1mU 2. 2mmo 1) £ffiffll/C, Hli$J 
2 3 5fcKttLfc£fcfcfl&\ WEiWfcS* (0. 2 
2 g, W4 0%) %#fc 0 
[0 3 9 5] 'H NMR(DMS0-de , 400MHz) : 5 1.36 (6H, 
t, J= 7.1 Hz), 3.68 (4H, q, J=7.1 Hz), 7.55 (2H, 
d, J= 7.7 Hz), 7.60 - 7.85 (6H, m), 7.92 (1H, d, J 
= 8.2 Hz), 8.66 (1H, d, J= 8.2 Hz), 8.50 (1H, s), 
10.86 (1H, s) : 
MS (FAB) m/z: 552 (M + H)* I 
(HMIJ2 7 7) N- [4- (3-7-fe^75/7x 
x;W f-7V-;l/-2-^;W - (2-^pp-5-x 
hP7xx;W A/WfW5F 

5 3T'ISiiLfcN- [4- (3-75/7xX 
7l/) f-7y-;y-2-^;W - (2-^pp-5-xF 
D7x-;W M#W5F (0. 2 2g, 0. 6 0m 
mo 1 ) , 7-fef-^^PU F (0. 0 5mL. 0. 7m 
mo IK DMA (5mL) *misX, »J2£!3 

mbtcmic'ifo\ miumtGto co. 2 2 g , m 

8 6 %) fco 

[0 3 9 6] ' H NMRCDMSO-de , 400MHz) : 5 2.06 (3H, 
s), 7.35 (1H, t, J=8.0 Hz), 7.44QH, d, J-8.0 Hz), 
7.58 (1H, d, J=8.0 Hz), 7.67 (1H, s ), 7.91 (1H, 
d,J=8.8 Hz), 8.26 (1H, bs), 8.37 (1H, dd, J=8.8, 
2.7 Hz), 8.60 (1H, d, J=2.7 Hz), 10.01 OH. s) ', 
MS (FAB) m/z: 417 (M + H)* ! 
(£BM2 7 8) N- t4- (3-*#yX/l4->X/U7 
5/7xx;W ?7V->l-2-JM - (2-^PP 
-5-xhP7xx;V) #7WW5F 
H)if!|2 6 0T«LfcN- [4- (3-75/7x- 
/!/) f-77-/I/-2-'f;W - (2-^PP-5-xh 
P7xx;W *M^t5F (0. 2 2g, 0. 6 0m 
mo IK ^>X;to^o'JF (0. 0 5mU 
0. 7mmo 1) > t°U>>> (5mL) fcffiffll/C, ^ 
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mM2immittmcm\ mmmitsvs (o. 1 

8 $$6 5%) %Wco 
[0 3 9 7] ' H NMR(DMSO-de , 400MHz) : 5 3.01 (3H, 
s), 7.17 (1H. d, J=7.6 Hz), 7.41 (1H, t, J=7.6 ), 
7.66 (1H, d, J= 7.6 Hz), 7.74 (1H. s), 7.81 (1H, 

s),7.91 (1H, d, J=8.4 ), 8.38 (1H, d, J=8.4 Hz), 

8.61 (1H, bs), 9.84 (1H, s) : 

MS (FAB) m/z: 452 (M + H)* I 
(I»J2 7 9) N- [4- [4- (2, 5-^^)1 

t?p-/l/- l — r;W 7x-)l] 7x-;W - (2-£ 10 

4- [4- (2, 5-^f-;Hio-;l/-i-'r;W 7 
x-;W (0. 1 2 g, 0. 4 5mmo 1) , 

DMA (5ml) &6tflC2-*DD-5--hn£A 
#»*nU F (0. llg, 0. 5 3mmo 1) 

it, ^)i^j2{ciB^ifc^fi:»\ aaaiwib^* 

(0. 1 7g> JR*8 5%) fcflfc, 
[0 3 9 8] 'H NMRCDMSO-da , 400MHz) : 5 2.01 (6H, 
s), 5.82 (2H, s), 7.35 (2H, d,J= 8.4 Hz), 7.77 - 
7.85 (6H, m), 7.92 (1H, d, J= 8.8 Hz), 8.36 (1H, d 20 
d,J= 8.8, 2.7 Hz), 8.51 (1H, d, J= 2.7 Hz), 10.85 

(ih, s) ; 

MS (FAB) m/z: 262 ( M )* ; 

wj 2 8 0) n- (6-7^)17 y^yv^-r 

V— /l/— 2 — T7V) - (2-^PP-5--r-P7x- 
)V) #/l/#*+r5 F 

WI2 6 irmbtcN- (6-7^y^yV?7V 

2-^)1) - (2-^an-5--hP7x- 
)V) */l/**^5H (0. 2 8g, 0. 8 0mmo 
1) , TUf-frtuVV (0. 0 6mL, 0. 9mmo 30 
1) , DMA (5mL) £{£ffllT> ^MiJ2tCHHtt 

mmmit^m co. 2 2 g , me 9 

%) £t#fCo 

[0 3 9 9] 'H NMRCDMSO-da , 400MHz) : 6 2.09 (3H, 
s), 7.53 (1H, d, J= 8.7 Hz), 7.72 (1H, d, J= 8.3 

Hz), 7.92 (1H, dd, J= 8.8, 1.7 Hz), 8.37 - 8.40 (2 

H, m), 8.64 (1H, d, J= 1.7 Hz) ; 

MS (FAB) m/z: 391 (M + H)* ; 

(3«28 1) N— (6-75y*;i/#-;i/r5/^ 
yV^7"/-)V-2 — {)]/) - (2-*an-5--h 40 
D7x-/W *MW^F 
^MI2 6 lfSBfibfcN- (6-75/^/^7^ 
-;b-2— f;W - (2-7PP-5--r-P7x^ 
;W (0. 2 2g, 0. 6 0mmo 

1) , hU^f-;Pv"J;WV^7^-h (0. 0 1m 
L> 0. 7mmo 1) , THF (5mL) ^ffllT, 

f»ij2 3 6icmmLfc%mz'4&\ mmmit^ 
(o. 1 8g, mn%) mrc 0 

[0 4 0 0] 'H NMRCDMSO-de , 400MHz) : 5 5.91 (2H, 
bs), 7.36 (1H, dd, J= 8.8, 2.2Hz), 7.64 - 7.68 (1 50 
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H, m), 7.92 (1H, d, J= 8.8 Hz), 8.18 (1H, bs), 8.3 
8 (1H, dd, J= 8.8, 2.5 Hz), 8.63 (1H, d, J= 2.5 H 
z), 8.72 (1H, bs) : 
MS (FAB) m/z: 392 (M + H)* ; 
(mini) 2-757-4- (3, 
;I/-4-t:Fn^v/7x-;l/) f-7V-/l/ 
3 , 5 - V- t - 7?7l/- 4 - 1 F P^>7 x t 
P5F9. 8 1 g%7-feF^5 0mLfci$ii?U:}g$ 
f-*7b74. 5 6g» £STMftJ*#L 

' H-NMR (400MHz, DMSO-de ,TMS) : i (ppm) 1 .44(9H,s) , 6.7 
KlH.s). 7.26(lH,s), 6.96(2H.s), 6.97(lH,s), 7.52 
(lH.s) 

(#%0>J2) 2-757-4- (3-tfUS>» *7)/ 

3-7tf;l/t 0 'J-^4. 3 7 g, ^71^75. 49 
gft&tffc3£jR9. 1 6g£l 0 5tT*3 0B#FIM 

mu mtbx^rc%.m%m, iitfc s?xi 

' H-NMR(400MHz,DMS0-d6 ,TMS) : <5 (ppm) 7.16(2H,s), 7.1 
9(lH,s), 7.39(lH,dd,J=8.0, 4.8Hz), 8.12(lH,dt,J=8. 
0, 2.0Hz), 8.45(lH,dd,J=4.8, 1.6Hz), 9.00(lH,m) 

(mm TwmK&^x, mmm^^m 

Molecular Cloning (Sambrool, J., Fritsch, 
E.F. RXS Maniatis, T.L Cold Spring Harbor Labo 
ratory Press «fc 0 1989^ tfgfij) fciB«©£i£K<fc9fr 

HI 1 ) # U 7 7 —tflSgEJSST? V- ft 5 DNA 

TPCRJ fcV^) KFP 
PAR y 2«{e? BH^iJ (GenBANK accession No. D83233) K 
S^Trrftofco fcFPPARy2#^*St*3-F? 

X5FpSG5 (Staratagenett) ©SflflSsMamHHC}? 
A€ U6S fca6KiJS Wl^Bgl I \K «k 51«?iJ 
*f*ta U PCR77^^- ft S!ttBE^Oia?iJ#^ 
1 Rtf 2 t^*nfe2«©* U 5? 7 U*?- F (WT^tl 
€'ti rsij , TAS1J SrffifflLfc. 

2 ) ppar y jssae? mizttswk* V P V- 
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ppar y *ft i rcmmitmmmt %mx\ mm 
&cF<Dme$w\&(omm% 3 muc^nrczm 

0#U7-7l/*f-F (WT rS2j , TAS2J fcV^) * 
l£fflLfc 0 JPAtSDNABrfrO^tBi* vyhKfetfS 
7 $/ /FCo-A** ^ #—tfO 7° a * -^^Oll5^ IB 
7"J (J. D. Tugwood.EMBO J, 11(2), pp433-439 (199 
2)) Kg-^Tfrfcofc, l^-#-77X5FpGV-P2 

IMSNheK AS2KttXhoIfc<fc38I8K0J*ttljnL;fco 10 

(¥113) £FPPARy?£Si77X5FO$i^ 
H2£PPARyf£St77X^ FOtlOT^to 

[0 4 0 1] t h««**OcDNA7^7"7U- (CI 
ontechti) ^UStLT, ¥li 1 ?1#£>tl3PCR7°^ 
v-fcfcSDHAtfUrf^-Sl. ASlfcfflVT* PCR£f&& 
14DNAt°Up<7— tfEx-Taq (SJB3ttt) fcffi^TfTfc 
V\ $<J1500iI»*t OxTbp) ODNA»rfr^±ite$ti/co 

&w?Mt, m<D^'&vrc*bicwc~e 1 pcr7 

46tC55°C-e30#, ZlXm<Dim<Dtctbia2°C?°30m 2( 
>f 3 Z% % 0 f# 6 n/c^l500bp©DNA 

K>m«Mgi 1 1 xmmcmm u p sg5©»i? 

mmMcWk U t FPPAR y SSETv X 5 FpSG5- 

hPPARg^ttfco ^x^ntcwm^t^T^y^ t u 

cfc 0 > ^ODNAOt&SSBW t F PPAR 
y2-?&£Ci:£$iSLfco 

4 ) 2-77X 5 F 
03OTARy^^X= KOfllSHfcff*". 
[0 4 0 2] WPBNlKNhel, XhoUC*9iHfl:«tt.> 1.0 

-P2?Bfl:»*II«Ufeo 2 Tlf/cDNA* U dV-s 
2 ,AS2£fI£U 94°CO?im^Wy*a^- F 
U DNA©*#«7x-Uy?*»?fiLfe0"S, 25°C?1 
Bf HfH y^^~ F LTS 2 fcAS2tf 7-- U > ?Lfc2 
#MA£flM£-ti:fco *©ft* DNAjRU?^U*f-K* 

ft, ftfcps t fcpcv-pz^fbft t mmmmzmme i , xh 

oI*ffl^T»SU PPARjfc«FK9J*£?-* 
7X5 FpGV-P2-PPRE*t#fc 0 

(#115) IMW^Olfci^A 
¥)13, #H4?i#?»tl/c^X5 Fffl^T, AflfSHB 
-lOl^^^D, J&fM£»Lfco fy^Ymt 
5HB-101^*7^tr'>U>100/ig/ml*frCfL-broth^fl!! 

(lOg FU7F> (Difco) > 5g ^-XFx^XF?7 
F (Difco) , 5g mtthVVkZZftZftlWymW. 

ic^ts) icx, ircxunmtBm'm^rco 

7;b*>JSDS?£k:£D, ^©T^XSKfcfllSU ft 
lM^©»fcm^ffl^fco pSG5- hPPARg, pGV-P2 
-PPRE, Lipofect AM1NE&H (GIBCO BRLttffi) £?In 
U t F#^BIfflflSW63^-ji14t)ll5?#AU/cO 
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5, *BSS£|h|iKUco 0iK£ftfc&»96ft7l/-Ft 
30000 cells/welHc&§£MdifiU 24$»-^ 
^a./*-* (NAPCO) *fflV>T37t> 5%C0 2 , 95%-RHO 

¥!S5?lSIl,/c«^ TtBOlt^ASrlOnM (-0J 
t UTft^ft A fcjjVrtfFPAR y 7 3-X F T?fcn& C 

i o (SEKV+tt) ^ Efl!«0l$v\fcl8S7*U--F 
ICjgjtaU ;l^/*-*-ARGUS50 (»fcFx*Xtt 
SO ^Analyst (LjLttS!) fcffl^T, /^7x7- If 

{tW&k • m- r4- r?- r4-(2 . v ^7 v u 2 >-5- 

^ ;!/ 7 t 7 ^ * *M -1 - ^ * ^1 H-^> ^ 
S >l/^-^->1 7 j - >1/MV *V7 5 F 

5-[4-[6-(4-75y7x7^v')-l-^^WH-^yV r ^ 

i-*J*y - r^il400mgO$87]<N,N-^^*^A 
75 F8m 1 ©»«fi:, F Ux^;V75y 0.36m 1 Rtf 
^yyV;V7D'J FO.lOm 1 ^ITLfc i:OSJt« 

%mux-mmm, sees** d S£ett»»«* 

S^fSat^KTi^t, »7j<«t F U 7A±T^1 

;W7A7n7h^7^-(ifxf;l/: n-^^ 
y=1 . ! ^ 2 : 1^3 : l-*4 : Dtc^tt^ Sfe^*OB 

o mk&fa 247mgM#e»nfc 0 

[0 4 0 3] S*^: 2 0 0-2 0 4°Co 

(#)I7) $K^t§ttfk^offl^ 
# M 5 XWm. ITMK. > »*0*?:a@0?M^lffl 

7t»KLT2.0 C«^V+a«) fc^fc 
ig«7P-FtC^Pb, ;V5y^-^-ARGUS50 M 
^hx^XttS) XfiAnalyst (LjLttS) *ffl^T, ^ 

10 (¥118) IU &tfEC» o^w 

gp^W7 d-X F$.§^iigP^W7y^3XX FOEC» 

■TSo SP^^ HlK^t*^^ 7d'xxFiiAnBtO!K 
¥iSttfkH*ioo%x jg«o*ote^}S14ff:ffl*o% k t 

Emax(%), 73XX h#fiE«fO«ttft^»©*K?Sttfl: 
«]^OS^ffl*Imax (%) ft§o ^O^f> fi^iS 
14'fk|}iOiJ^^*3^TEraax/20fil^^tlMfb^Ol 

jt^Ec* tLxmtZo ztc mmiwmom 

50 £tC*J^T100-Imax/2OiB^-r«fk^tlO}M^IC 
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* tbxnmzo cojsfcLTWffisnfcHVRtf * [0404] 
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[0 4 0 5] «lfc*Sft«J:$fc, *fWJ0fl:fctt 

ppARy^au-^iSttfcwu mmmi< 
mmm mmm^mm 

mMtLTcW&m (Hyclonett, FBS, Lot.AHM941 
9) £l5%(v/v), Penicillin - Streptomycin, Liquid 
(GIBCO BRLti Cat. No. 15140-122) %l%(v/v) 
iKM&Lka-Wim (GIBCO BRLft Cat. No. 11900-0 
24) (WTl5%-FBS-aMEMi:BS1-) fcffi^fco ^UBX 

(Digmtt^TCQz^ 'y*^-zn ore, %°m 
& 5%co 2 ) -effofco 

[0 4 0 6] 7li§«BDFl^X£B#^-/bXU 
^-<fcDIIAU UTmmmifco v^X^rx-f- 

mmxmWimm^x^mm^, 

mmzirc®, mzmuco mmbtcm-wm 
i?.i«u 15%-FBs-aMEM ui^kmrnmom 



XhU-t- (Falconti) ?MLTlllXLfc#li« 
£25ciii ! WB7V-h (SUMILONtt Cat .No.MS-22050) 
tCffiHU 15%-FBS-aMEM 5mLT?n>7;Vxy MC&S 

txmmmmLKo 

[0407] ±iH©«»o.o5 wft/y-mtim 

(GIBCO BRLtt Cat. No. 25200-056) luLXmm^. 15 
%-FBS- a MEM 5mL£^«£5jW »L^1 
40 (25°C, 800 rpm, 4#B8) HKHHRU/co @iR 

Lfc*£l5%-FBS-aMEM£ffl^-l\ 80,000 cells/mL 

ls-h (SUMILONtt) 8.00(MH/welllcftS<J: 9^100 

FBS- a MEM^96 (i Vf'Dft&LfCo VxMcttLX, 1) 
WttftlmM .lOOjiMRtflOfiM© DMS0Sfift*15%-FBS- 
a MEM-C20^#IR Lfc t, /i L/wel 1 OBflX&l /x M , 1 
OOnM&itflOnMX 2) DMS0*15%-FBS-oMEM^2(HSft 
50 S?LfctO«:4|iL/well («*S»fi0.1%(v/v)) (3 2/ 
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hO-;l/ffiM) , 3) DMS0£l5%-FBS-aMEMT-20fg« 
Itc fecD^4/xL/well («R»g0.1%(v/v)) (3>h 
D-MiUl) S^qLfco HF^m ^mc^L 
T7;l/#'J*X7 7#"if (ALP) Stt«££fiS 

[0 4 0 8] ALPS-Mi^ii, WT©«k^fcfTofco 
HPS, ^TV-hO^x/l^ig^^l^Lfc 
Dulbecco's , Jyit^'y77- (GIBCO BRLft Cat.N 
o. 14190-144) 100^LT*#&Llt£-f3C£JC<fcD, #w 
ell^Hl-f-O^Lfco 0.67M5>x*/-/l/75y (ft 10 
ftMH Cat. No. 099-031 12) , 0.67mM MgCh. Q.l%(v/ 
v) TritonX-100 (Sigmatt) frStsWmmmft® 
U $fflEM?«£50 /iL/wellT'#&L^ST*5#, 
L/co H$*lJg20%(v/v) Sapphirell (SSaSM ' TROPI 
Xtt) > «^l®6.7%(v/v)CDP-Star (TROPIXtt) 

LPSKf^£50 jiL/wellftSU m^mmW.W 
ft, Lj LttSv-C £ n fly- h i)W U - ^-Analyst* 

l¥IoiJ£{ii£iOO 1 nyhn-;l/i¥il©iJ^fa^o%t 20 
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m (%) fcJftiiU #Ma©5Hfcg%fFffiL/c 0 
[0 4 0 9] JilM^MPffiiJOMItLT, 1M« 
Jftfe*ttTO«fc9fcff^fco igitt*±SI$SU 10% (v 
h)*frk7)Vr*. F#»S (0£$) *&iellfc60fiL 

BfcSU 0.2% (v/v) TritonX (Sigmatt) 7k»«*60/iL 
^wellfc5>ttL5^Ps^Stlia Lfee TritonX7j<^M 
U 60%(v/vM 7 7u; V-;WJ<7§»c0i 
1 Red 0 (Sigmati) *0.3%(w/v)fc:*SJ:5k:i8fi?L;fc 
fliflSfefeifcfc&wel 1 tC60 p L"f U ^STlO^l 

uhl/co mm&wt£m&i>rz&. 6o%(v/v) 

V 7n ; V — ;Wj<r§?S60 n LfcftS § d t £ «k 

0, fcrell*2|sr* , 0»G$bfe. TV- b WILT, 

n y h o-;i/pi 1 1 mmhm-?'£&ztirM<DU 
t, mmmmmm^mwmLfc. 

[0 4 10] 7;WjU7*7n77#" £|5|«*0l8#£ 

[0 4 11] 
K2] 
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59.7 






- : 




190 


91. 6 


25. 6 




192 


156. 7 


97.6 


47. 0 


194 


53.4 


62.8 


11.3 


— JTJ 


— 


~~wi 


ToT 






24. 9 


11.3 


197 


62.4 


45. 4 


14.3 


202 


56.2 


27.1 




~2(F 


' ■ 


— 




204 


89. 3 


74. 5 


38.0 


205 


98.3 


64.7 


33.7 


206 


46.3 


55.8 


32.5 


~2bl 




* 


in 


208 


51. 9 


48. 8 




209 


45.4 






211 


23.4 


16.9 




TP 


- ' ■ 














216 


50.9 


90. 1 


15. 2 


217 


111,7 


110.2 


50.5 


— j| 










~5oH 






223 


47. 9 






224 


34.3 






"~9^ 




— — 












228 


70. 8 


16. 7 




230 


29. 1 


20. £ 




~2^ 






"TFT 




"TIT 


~ 83~0 


-34-5 






21. 1 


3, 3 


237 


24.0 


23.2 




238 


32.0 


9.3 


9.7 


243 


87.4 


38.7 




244 


57.5 


9.3 




245 


136.0 


53. J 


73.0 


246 


57.9 


39.7 


14.2 


247 


84. 1 


39.8 




248 


74." 


56.8 


25. S 


248 


55.8 


29. S 


32.5 


25? 


36,5 


13.2 


31.7 


253 


27.1 


18.1 




251 


34." 


28. 1 


35, C 


25E 


23.8 






256 


72.3 


14.5 




258 


57.7 


23. C 




26£ 


49. E 


12. 1 


25. 1 


26! 


50.5 


15.< 


23.2 


270 


51.2 






273 


21.7 






27C 


74. < 


72, 1 


81. 











































[0412] n&m^i?x&%^\c*mmm% 

(37°C, 95%Sfix 5%C0 2 ) X*tm%frotc 0 

[0 4i3] mxLmmmwm^cmmmmz 



%mmm, «^T>^5nil (/25cb -77X 

=1) mz-x, lBigntfco mm*?**? 

A*fflV^T83,000cells/mL©«Bfla!S}Sffi%iSSt> 96ft 
I|37-yy3-F^^n'/l/-h (SUMILONtt) 
£5,000cel Is/well (60ftL/well) £&3£?«M 

mzft&Lfco fyymtbx. mmtt^m 
[0414] wb, wm*T4*i**£mk£u ft 

mm® * rV t> k*\W n L/well-f^iiP^fCo 
1) W^ftiilWi mit&toQlOOii* DMSO 



123 

wmwmm * rv v i± xzoimm uz t> ®#3 n 1 

/well (mit&mmm ■ lOOnM, DMSOJtHlg : 0. 
1% (v/v) K 2) *Mtc&, DMSO£$WbR*ffl*r 
^ yhX*20m%i l fc t ©£3 p L/wel 1 (DMSOS^tl 
g: 0.1% (v/v) ) «^ll^c^x;Hcijpx.fc 0 * 
fc, 3) yyymMt, DMSO^fkH^ffl^r^^A 
T20fg#IRtfcfe©^3/i L/wel 1 (fHKf»ao.l% (v/ 
v) ) , xfrKmbaltto 
[0 4 15] 5Sf^Stm #-)i;K?)MIIffl 
*T-r$A*£SI$£U 10% (v/v) *;VA7;l/rt: 
F7j<j§M (ISM) 60/iL*^->i;l/KilPAT, «BJS*2 
0^11/MISb/co @5£}fc££fil$*U 0.2% (v/ 
v) TritonX (Sigmatt) 7j<*$fc*60fiL&wellfc#i$L5 
ftF^Mf S L/c 0 TritwiX*»«»«*^a»S 
U 60% (v/v) ^ 



3) tffB2 0 0 2-3 3 2 2 6 6 

124 

*igma*i) £0.3% (w/v) lcfc««k3fc»£LfclBllfi*6 
«E60jiL*£wellk:#J$U gS"C10#IH!»llLfco M 

m&M*£x$£Lrcm, w% (v/v) -fy^a/v- 

;WJ«60 /x L£#& LP££t 5 C t JCfc 0 , §wel 1 *2 
®f?mifc 0 DMS0££iellfclQ0/iL"fTP 

- (LabSystemstt) fcffl^T* 550nm©iR31£a (ABS55 
0) £8J£U Oil Red Ofc«fcD&£Snfc*£B!J£b 
fco ftl$©ABS5507fj£fiI%100%, y^y^S¥©ABS55 
10 08?J3£ffi* 0 £ LT, ffiM^»Olte«flS5>fbg 
(%) fcWUJLfc. 

[0 4i6] fas^T!es3^7Sfo 

[0 4 17] 
K3] 



Stttflf 


mm 


mm 




ft**! 




SUM 






00 


*# 




m 


on 




00 


10 


51.1 


20 


57.7 


21 


63.0 


23 


57.7 


24 


59.1 


25 


84.0 


31 


77.2 


49 


71.0 


58 


51.7 


62 


68.5 


64 


85.5 


75 


88.6 


77 


68.0 


87 


75.2 


88 


63.3 


93 


62.9 


84 


68.8 


118 


53.6 


120 


79.8 


122 


78.4 


124 


84.2 


126 


75.2 


128 


35.4 


130 


64.0 


132 


26.9 


143 


84.9 


146 


78.2 


149 


80.3 


155 


82.7 


163 


48.0 


165 


85.8 


171 


43.0 


174 


68.8 


177 


14.0 


180 


59.1 


184 


46.6 


186 


56.3 


190 


64.2 


191 


63.4 


192 


17.6 


193 


62.4 


194 


37.1 


195 


36.5 


196 


53.4 


197 


45.7 


198 


48.2 


199 


35.8 


200 


44.1 


201 


48.9 


202 


35.4 


203 


32.6 


204 


38.3 


205 


39.8 


206 


30.6 


207 


32.7 


208 


35.1 


209 


40.1 


210 


47.6 


211 


37.3 


212 


44.0 


213 


47.4 


214 


31.7 


215 


45.2 


216 


32.1 


217 


21.0 


218 


31.7 


219 


36.6 


220 


38.4 


221 


40.2 


222 


48.6 


223 


35.0 


224 


40.9 


225 


45.9 


226 


42.0 


227 


39.7 


228 


17.5 


229 


62.7 


230 


48.9 


231 


20.1 


232 


45.4 


233 


47.4 


234 


60.5 


235 


3.6 


236 


47.1 


237 


46.9 


238 


64.6 


239 


52.8 


240 


35.2 


241 


57.9 


242 


57.B 


243 


41.1 


244 


45.0 


245 


38.1 


247 


54.0 


248 


64.4 


249 


81.9 


250 


40.8 


251 


39.9 


252 


36.7 


253 


55.7 


254 


52.8 


255 


55.0 


256 


38.2 


257 


59.8 


258 


39.0 


259 


56.5 


26C 


84.6 


265 


80.8 


266 


63.5 


267 


47.3 


268 


54.S 


269 


52.9 


27C 


45.8 


271 


45.4 


272 


41.7 


272 


47.9 


275 


47.9 


27€ 


] 14.9 


27£ 


68.6 







[0418] ifmmmMmmwL^nt, &mmm 
mmitmmiu mmmtixmx&%o 
(mm 4 ) is*?* *m£mmMfe 

mmmz&tontemm^rco Hanks$fil20mM NaCl, 
4.8mM KC1, 0.74mM MgS0< , 0.30mM Na 2 HP0< , 0.40mM RH 
2PO4, 20mM HEPES , 0.05% (w/v) Glucose, 2% (w/v) BSA 
(SIGMA*! Cat.No.A7888), 0.95nM CaCh , 4.17mM NaHCO 
3 , l%(v/v) Penicillin - Streptomycin, LiquidCGIBCO 
mm Cat.No.l5140-122)©?l-a-KpH 7.5)£I31U 



USEtfco ffifSUffl&fc* Dulbecco's modified Eagle's 
igitiKGIBCO BRLtt Cat .No. 11995-040) fcDHEM/ F -12(GI 
BCO BRLtt Cat Jo. 11320-033)^1 : Kv/v)TiI£U 0. 
2%(v/v) HanksL 0.2/ig/L Sodium SeleniteCGIBCO B 
RLtt Cat. No. 13012-018), 0.002%(v/v) Ethanolamine, 
25mM HEPESfc«fctfl%(v/v)Penicillin - Streptomycin, L 
iquidCGIBCO BRLtt Cat.No.l5140-122)£*inLTSHI 



(64) ftW 2 0 0 2-3 3 2 2 6 6 

125 126 

-#-(37°C, 95%SJg, 5%C0 2 )-em«^tfo/c o * t5lnM)f -O^PLfco «Pt LTDMS0%1 jiL/well(ft 

[0 4 19] Wister Imamichi7y htt, 6l»*ffli ^lg0.1%(v/v))-fO»UfCc yiz-httaWV* 

t£DS$UM«^ MiJ^WMH^ttSL, 37°C£ a^MflWNU 37°Ct¥iffbL/c 0 ¥ 

fco mmkQmmmfcUhg collagenaseCMMIk 0 ^-7-T«L37°C^ffio/c«l«^100^L/well-f 

34-10533)*^tyHanksfSlinL*^P, 50mL^-7lC$ -Otf&Lfco 24fclH**& ^^D^U-hffl»iaS 

U 37°C, 90rpnu 50ftP B 1lfWc3IIILO^y*a fiMultiScreen(MILLIPOREtt HADV-N65)T»JS*IhI1R 

^- h Lmmm-lcftmiE^Zo 20mL Hanks$£ii}jn U Rat Leptin$j£*y h-Wl(&mm9ffl Cat J 

Lt\ 200 iin+<(U>>* mit<D®. o.l7195)^ffl^TLeptinlg^ELISA^CTffl^L/Co L 

mftmzirco looorpm, im m&m>b?% c t io epunmmmit%*Lrc^m<Dieptinmfr 

Lfco itJS!|*lRtrF122iiL3&V r yrtf!»^K»3. #58 L LeptinH^iSiiiStt (%) = (A/B) x 100 

TV^BlMK^lHliKL/co l^«6©^*Hanks?S-e2 A: »^»0^©Leptinilg 

nis ^ffligwiBiffofeo mmmmmu\^#> b: wsspoLeptmiftg 

f«Lfclfil!fi«img£JtU, 60fLOfij^-ei$8ffligil!l^ Lepting^lftffl©iJ^IS^^TIB^4 tc^t (IMft 

- h Ogr * y #7 *tt) fcig«fflig«!!100 fi Vf-DftS. L [0 4 2 0] 

fee mmmtum^t, 200/1 II ,20/iM,2/xM&tf0.2/iM K4] 
© DMMSFSfcl/tL/iell OftRjifiljiM.lOOni.lOnMR * 

LeptinH4ffiJiffffl(«) 

W% luM lOOnM lOnM InM 



2 


113.3 








6 


108.1 


110.7 






7 




113.8 






10 


118.2 








20 


125.5 


154.7 


135.3 


130.5 


21 


129.7 


149.7 


119.9 


116.2 


23 


109.8 


158.1 


138.0 


133.9 


24 


144.1 


142.6 


121.4 


112.2 


25 
26 
28 


107.7 


156.3 
114.7 
120.3 


117.9 


112.7 


29 


141.7 








31 
36 
39 


118.8 


116.9 
120.4 
109.2 






42 


127.0 








43 


111.3 


112.0 






49 


120.8 


132.9 


130.7 




50 


108.7 


119.4 


123.7 


118.4 


52 








110.6 


54 


113.4 








55 




112.8 


114.9 


115.6 


62 




132.2 


115.4 


119.1 


64 




118.7 


112.0 


110.3 


75 




117.5 






77 


113.4 


129.9 


109.7 


108.3 


78 


113.8 


126.2 






82 


111.1 


108.5 







(65) 



83 
86 


127 


125.6 
110.5 






87 


115.2 


113.4 






88 
89 


114.9 


118.8 
123.2 






91 


113.6 


110.2 






92 
93 


113.5 


115.6 






94 
98 
99 


115.9 
117.0 
113.9 


110.0 
110.1 






101 


117.2 








109 


112.4 








118 


134.0 


126.7 


114.6 


114.0 


120 


120.7 


118.9 


110.4 


107.5 


121 




114.0 






122 


128.5 


128.5 






124 


123.7 


145.5 


113.0 


112.8 


126 


141.5 


120.6 


109.4 




127 


114.8 








128 


137.3 


130.8 


108.8 




130 


116.2 


123.0 






132 


127.2 


119.3 


137.4 


123.0 


138 


111.3 








140 




114.4 






146 


126.5 


137.9 


112.2 




149 


116.9 


111.0 






151 


112.7 


112.9 






152 




116.4 






153 


112.6 








154 


116.9 


109.5 






155 


114.3 


129.7 






156 


111.8 


117.6 






161 


131.3 








162 


110.7 








163 
166 
169 


123.7 
113.6 


117.5 
114.7 
111.6 


117.1 


107.5 


170 




117.1 






171 


126.7 


128.1 


115.4 


113.2 


173 


118.8 






112.4 


174 




127.0 


123.1 


117.7 


176 




110.1 






177 


144.6 


133.7 


120.9 




178 


117.4 








182 




111.6 


110.3 




183 




112.5 






184 




122.6 


122.4 




185 


123.4 


131.7 


121.9 




186 


133.1 


116.8 


117.9 





^2 0 0 2-3 3 2 2 6 6 
128 



(66) 



4^2 0 0 2-3 3 2 2 6 6 
130 



187 








188 
192 


112.1 


121.7 




195 


120.2 


122.7 


114.2 


198 


111.3 


111.3 




200 


116.9 






201 


112.2 






202 


137.2 


133.1 


j " 


203 


133.9 


lit*! 




oa! 


J 




1288 


205 


9. 


■ 


123.2 


206 


118.8 


112.1 




207 


115.9 


109.6 


10 . 


208 




110.6 




209 


117.2 


111. 




21 








214 


12 .7 






216 


117. 


1 91 


1129 


217 


121 .2 






219 


117.4 


119. 


11 . 


220 


111.3 






222 


113.5 






223 


115.9 






224 


113.0 






225 


117.2 


108.5 


1 ' 


226 








228 




7 


118.7 


230 








231 




. 




233 




120.8 


1117 


235 


142.6 


121 .3 


110.8 


236 








242 




111.1 




245 


110.7 






246 




113.3 




249 


110.6 


112.9 




251 




107.2 


iin'a 


252 


107.6 






254 


108.9 


106.0 


1114 


258 


111.8 




120*0 






109 9 


111.3 


267 




110.3 


117.5 


270 








271 




115.2 


120.6 


276 


116.6 


122.9 


111.5 



111.2 
110.1 



^XM1B1»3T3-L1(ATCC CCL-92.1)£\ TIB© 
Migi&tbTs Dulbecco's modified Eagle' s(DMEM)ig 
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(67) 



ftH 2002-332266 
132 



\>*?y*mms mg/L > rtyvTy&zmw&i [0423] mmMnm\mmm$s ^mmwm 

^-^uy-G^iniifiioo,ooo units/u hepes(ph7. mmm<Dtm±mmu mmm. aw 

2)%Mmmm\{ , KXf, l-^Jl^^y^mmmO.5 8(7V^^Att 1.85 Gbq/mniol)%§^?M7.4Kbeq/in 

ot.mmzmircm*m&mLrco * mnimmmLrc 0 pbsc-)t«& mu scm 



[0 4 2 1] «ftig«Lfc3T3-Ll£Biocoat Collagen I 10 opiate Scintillation counterOJewlett-Packardtt PA 

96-well white/clear plate (BECTON DICKINSONtt)£l CKARD)tCTMM£«£U [2 J4 C]fffi&&Dfc#»& 

wellfe/cD«^4900«SLS^ifi^lO%(v/v)©# Uttibfco 

«t(FBS)^iiiiPL/c^*?lO0F^Lfc o [0 4 2 4] gffi*ft;fc[2- C]W3&IfcD 

[0 4 2 2] Sffiigtf!^ IftftftFBS* D SW/l/XJl/**** F0.01 %(v/v)©#fe~F«[2- 

mmm %> ^>xu> (sigmatt) *ai$»«io/ig/ ' 4 a»«»oii#**ioo«fcb^ »i»aT®[2 

■U ^V^l^/l^+ryf-^ (Aldrich*±)£Hil?l J4 C]ftK®D5i*$«WTOH-^K«fcoT*fefeo 

g0.5mM, &0\ T*?**Vy *flt&»fil/iM t% Valrf$M#ftT©[2-' 4 C]ftSSK9i£#S(cpi) 

%&5&4to7Lrcft<tmm£#9iU i) *>V7-;l/ Cont=nyhu-/K0.0i *5;^^/I/X;I/***'>K)© 

X;l/***^F0.01 «v/v)©#£T> 2) »^%©1 [2-' 4 C]SI?Stt!5 

■M^^^U^/V***5/H»«0.01 %(v/v)C#ftT(tS 20 [2-' 4 C] |TO03i**(»=100X(Value)/(Cont) 

m^©m?MO.lfiM)t ; 40F B ^Stfco &«K3g&0i8^li£*5fc:**o 

wmmc MMmsmmm %,m,^y [0425] 
zvyzmm&w ng/nitrss&s&zmmn ess] 

U2BHJg*Lfcc 



°C\ 10% C0 2 ^frT-fifo/Co 



tillation cocktail (Hewlett-Packard^ MICR0SCINT-2 
0 PACKARD) ^ 1 00 /i L/we 1 1 ilD X. n Packard TopCount micr 



m 2002-332266 
134 



mm 




mm 














(%) 




(%) 








(%) 




64.0 


2 


42.7 


3 


68.9 


4 





5 


43.4 


6 


55.8 


7 


65.0 


8 


. 47,2 


9 


59.9 


10 


85.3 


11 


87.3 


12 


66 - * 


13 


93.0 


14 


82.1 


15 


78.4 


18 


83.7 


17 


91.9 


18 


53.8 


19 


84.8 


20 


B5 : S . 


21 


70.3 


22 


51.5 


23 


59.5 


24 


— 51i 


25 


66.3 


26 


87.5 


27 


88.0 


,. 28 


— 5ii 


29 


68.6 


30 


60. 1 


31 


85.9 


32 


... 80, 5 


33 


86.1 


34 


60.8 


35 


71.5 


36 


29.2 


37 


38.6 


38 


82.0 


39 


62.5 


40 


45.3 


41 


53.8 


42 


60.0 


43 


56.7 


44 


.. . 876 


45 


68.9 


46 


67.0 


47 


83.1 


48 


70.3 


49 


69.6 


50 


61.4 


51 


57.5 


52 


52. 3 


53 


76.2 


54 


51.3 


55 


55.4 


56 




57 


58.4 


59 


36.3 


60 


68.8 


61 


, ... 74,8 


62 


82.9 


63 


85.5 


64 


86.2 


65 


63.4 


68 


70.7 


67 


70.2 


68 


67.9 


69 


57.0 


70 


70.2 


71 


65.8 


72 


76.7 


73 


81,5 


74 


70.4 


75 


80.1 


76 


54.3 


77 


_. , 82 _2 


78 


68.2 


79 


41.5 


80 


83.3 


82 




83 


75.6 


84 


59.5 


85 


67. 1 


86 


51,7 


87 


57.1 


88 


56.4 


89 


58.1 


90 


— ®L1 


91 


85.8 


92 


83.0 


93 


90.3 


94 


80.4 


95 


88.3 


96 


98.7 


98 


89. 1 


101 


78. 3 


102 


76.8 


103 


72.1 


104 


89.8 


105 


®L1 


106 


82.0 


107 


71.3 


108 


87. 7 


109 


$i-2 


110 


84.6 


111 


61.2 


112 


82.3 


113 


21| 


114 


79.0 


116 


95.1 


117 


87.0 


H 


















75.4 


123 


96,2 


124 


60. C 


13£ 


88. S 


13S 


59.2 


14C 


72.4 


141 


78.7 


14/ 


74.4 


143 


60. 1 


144 


82. i 


145 


87. £ 


14 


60. C 


147 


76.2 


14E 


75. a 


14S 


76. E 


15( 


82. f 


15 


62.3 


155 


69. J 


15C 


70. S 


15 


67. < 


17t 


66.2 



[0426] *fm<oit&foi*. mn&fflzHbm® 30* 



3) 

rcfSy^XM^Lfcmmm\ ?>nn-^GXT (A 



m (i^n=e) vmti, *os8u mrnxm-tin. 
[0 4 2 7] wmK&, miczmnmmft 
m& ■ o.3i«%) zmxmmLkmm^xm 

[0 4 2 8] 
[316] 



Group 
Control 



plasma glucose on Day7 
568±47 
315±14 



% of inhibition (vs. control) 



Data is shown as Mean+SEM (n=6). 
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7 7 *7 KHi£9$iAbfcfifeliif 

(37°C, 95%M®, 5%C0 2 ) ^tm&l-DfCo 
[0 4 2 9] fiAL/clIIStiSiJttrtf^tt^ffl^^ 

^ffl^rV^ASml (/25cra 2 -7 7 X 
3) *mz, lSigSL/co itSlffl^rV7 
A^ffl^T83,000cellsMcD«!i?i?^lSL, 96ft 
m?7-?>?-hV(tU-7U-Y (SUMILONft) 
tC5,000cel ls/well (60/xL/well) izKZ&oKMMm 

mmtt&iito ^yymtLXs nwts**^ 

^*7^7A0#£#abfcwell (77>^7x;W 
^T^-MC^-fc,, 

[0 4 3 0] SB^ tTO^rV7A£±lit£U ft 
fc^Sffl *ri"7iv£l47/i L/we 1 1 1* •Oifjn * fco Mfc 
1) »fb£»nP^ «fc&tl©100fili DMSO 

mwL^itmmm * rv 7 l nzo^mR 1 fc & ©^3 /t l 

/well (»fb^g^M : lOOnM, DMSOlUlJt : 0. 

1% (v/v) ) , 2) M^Ptcfi, m&^\mmm^ 

4 7i^20^fflLfcfc©*3fiL/well (DMSOlf*! 
fi:o.i% (v/v) ) «£t^fc7iMc/jn7ifco £ 



3) #12 0 0 2-3 3 2 2 6 6 

136 

*T*20{g#fRbfc i k©£3/iL/well (ftflilJtO.1% (v/ 
v) ) s 77>77x;Wc?i/jqbfco 
[0 4 3 1] 5B^ig*bfc^ &7x;l/©ft{l«ffl 
^rV7i*££fiE££U 10% (v/v) *A/A7;l/rfc 

F*Sf* (@^?€> 60/iL*£7x/WdllI*.t\ «£2 

oftf§^rM-ei#fibfc 0 @»££t^£U o.2%(v/ 

v) TritonX (Sigmatt) 7jcjgi££60fi L&welHcft&b5 
57fHS?#l b fc 0 Tr i tonX*jS}S}§ffi§±»^S 
U 60% (v/v) ^V7D/V-;l/7i«^0il Red 0 (S 
10 igmatt) £0.3% (w/v) ££5 <fc 9 KjS^LfclflfiJftfe 
$60/zL£#wellfc#i£U liBT?10#ISItlKLfco H 
B$fce«±SI$£bfc& 60% (v/v) -Y77P/V- 
;Wj<^ffi60 /i L£#& \M£$ % ctlz^K), &wei 1 £2 
m-Dmitco *<m.. DMSOfc&wellfclOO/iL'f'O 

- (LabSystemstt) fcffl^T* 550niO!»ftS (ABS55 
0) «£U Oil Red OtiD^&^ftfcl^Mb 
fco MFM©ABS550?i'Mfi^lOO%, 7*7^^P©ABS55 
OiHUJiffifc 0 t LT, »!Mn$©»«ftft:g 
20 (%) ^tHbfco 

[0 4 3 2] g^T!Sa7^fo 

[0 4 3 3] 

GS7] 



»# 


00 


mm 


00 


** 


00 


MM 

«■ 


JHb* 

00 




121.0 


2 


127.2 


3 


125.5 


4 


128.4 


7 


120.6 


8 


113.6 


9 


116.2 


12 


120.0 


13 


126.6 




121.2 


15 


123.5 


16 


135.7 


17 


114.4 


18 


1145 


22 


127.2 


28 


110.9 


29 


110.6 


30 


138.6 


32 


114.6 


33 


126.8 


34 


140.0 


35 


121.8 


36 


111.0 


37 


1145 


38 


136.7 


40 


121.6 


41 


118.1 


43 


117.5 


45 


124.1 


47 


1415 


48 


131.4 


51 


129.0 


52 


1335 


54 


118.3 


56 


113.8 


59 


121.3 


€0 


110.5 


63 


119.8 


65 


111.7 


86 


113.0 


68 


116.0 


69 


135.0 


70 


122.1 


72 


123.8 


73 


113.0 


80 


118.1 


82 


114.5 


83 


114.5 


84 


151.4 


85 


125.4 


90 


131.2 


95 


115.4 


96 


123.3 


99 


119.0 


102 


113.6 


104 


114.8 


108 


112.8 


113 


110.7 


114 


118.0 


115 


147.2 


116 


123.8 


117 


1225 


119 


134.7 


121 


136.3 


123 


148.1 


125 


132.0 


127 


112.3 


131 


131.8 


133 


140.7 


134 


120.4 


135 


128.0 


136 


129.4 


137 


150.2 


138 


126.3 


141 


133.2 


142 


112.5 


145 


140.6 


147 


115.5 


148 


118.6 


150 


136.6 


151 


118.1 


152 


112.7 


153 


110.1 


154 


123.8 


157 


115.7 


159 


123.3 


16C 


128.2 


161 


113.4 


162 


169.8 


164 


125.1 


1W 


115.3 


168 


140.0 


' 189 


114.9 


170 


114,9 


17J 


119.5 


173 


134.0 


175 


113.9 


176 


117.9 


17E 


128,5 


181 


128.0 


182 


122.4 


183 


117.5 


18 


112.7 


189 


132.8 


248 


119.5 


281 


128.E 


26, 


167.3 


263 


153.8 


264 


111.5 


277 


123.1 


28C 


I 190.2 


28 


200.0 



[0434] mm<D±m (mm) t b^mmmouv^-mmmm 

Tm-C&Zo 50 &D-MEM/F-12 (GIBCOtt) %mmWc 0 rt&l 



137 

00 Mi<D»g4iffl -fyTs^-y * Wc a y 7 ;bx 
;/ h Lfcfc h*M«C0L-2-JCK (B* 

mmmnm&wm ^edta (x^i^t^e 

SffiS) ft b tf to . 05% h y 7^ ^ifcfcffl V i/ + - 1/ «fc 
OHJ^U teSift (D-MEM/F-12) fcffl^TlOQffllB / mL 

(DmmmRmmmitco 

[0 4 3 5] «#IR?MWg«ffl6^-/7X^>y^ 
yWKDS^iW iLfoIllft (300« / 7 

' ^©S^lltl DHS0©S*S»fi0.1 5 

o.i%fcft5«k5Kaa!inbfeo 

[0 4 3 6] #7x;l4^«cftU 5% C02#ftT3 

7°c-eioBP^s^To/c 0 t&mm, &*3s.m>? 
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<mmbfco &9x/WC*fU 0.02%* 

*;WVf*W h^l0%^tt*;l/YU ilS 

©ffljfi{4*"ei5fe# t fc&fflfc U Bff «P*filgPCA-i l 

U&*^V--<Dmm>m\ (mm 2 ) £HfcBL7Co © 
ffl L refine WT^-ri+^i:<fc 0 

[0 4 3 7] 3D--ffM»J$ (%) = (1-A/B) x 100 

b : mm® a n --ffii8ii 

[0 4 3 8] 
K8] 



MM 
#^ 


mm 

<%) 


MM 
*^ 


<%) 


MM 


(%) 


MM 


HUM* 


2 


8.0 


3 


27.0 




62.0 


5 


26.0 


6 


22.0 


7 


24.0 


9 


29.0 




15.0 




16.0 


15 


14.0 


16 


48.0 


17 


30.0 


20 


37.0 


29 


41.0 


30 


42.0 


32 


39.0 


33 


60.0 


34 


41.0 


35 


15.0 


37 


52.0 


38 




39 


48.0 


40 


35.0 


41 


55.0 


44 


35.0 


45 


32.0 


47 


18.0 


51 


15.0 


52 


17.0 


55 


8.0 


56 


6.0 


57 


5.0 


59 


94.0 


67 


31.0 


69 


84.0 


72 


39.0 


75 


65.0 


77 


1.0 


88 


8.0 


90 


47.0 


92 


15.0 


93 


44.0 


95 


1.0 


96 


17.0 


97 


3.0 


98 


25.0 


99 


32.0 


100 


50.0 


101 




102 


26.0 


104 


22.0 


114 


22.0 


118 


41.0 


120 


44.0 


141 


47.0 


143 


25.0 


147 


19.0 


150 


41.0 


152 


24.0 







[0 4 3 9] *fffl<Dit&fo&, ffgftana.-J&£ffli 30 

mm^u fiy<Dmx&fem\t ltwbt** 
<kmn 9 ) *m v * 4 yWLmmmiz. 

V^^^V^a7 7-^«AW264.7 (ATCC TIB7 

I) tt*B*«SU:!>l»ALfeo RAW264.7«Otg*ttD 
ulbecco's modified Eagle's JSift (DMEMtgiH : GIBCOtt 

Cat. No. 11995-040) (MOREGATEtt lot 

474030) £g&ilfilO%(v/vX ^-^U>G (GIBCO 
tt) £g&»ft50units/tU Xh^b^-^y CGIBC 
Ott) ^SH?lS20^g/mL^P^/ctgtMffl^T, (XW 40 
y^3.s\-%- (37°C, 95%®fi> 5%C0 2 ) X*'ii^fc 0 
[0 4 4 0] RAW264.7» (83,000cel ls/mL) 967v 
-7^ * a 71— h £60 /i L-fO^-a Lfc (5 .OOOcel ls/we 

II) o C0^>^a^-£-?4!«gm LPS (Sigma 
ti) 25ng/iL*^tyDMEM«*fi**9x;Wfc:40/tL-fO (L 

?mmm longM^ft^) muitc* wmtteimtin 



ofc*. mtix, mm& ion g M©LPS£»L 

rdmWtlftZWtin b& V^Mfifc: s DMS0£DMEMJg%T*2 
Ott*S?L;fc&. 2ftL/wellSftIl/feo C0 2 -f>+a^- 
^-•Z?15^«m ^S±»^0^b, mouse TNF-a 
EL ISA kit Quantikine H (R&D Systems© fcffl^T, 
tg«±M*©mTNF-a<Dl%^y httlOH^a ha 

[0441] mit^<omammimxT<o& 
b : i?mmu<DWBzm%m a m 

C:LPSlQng/iI»0ttJ5SfcfcttSTNF a * 
TNFaS^WJti (%) =100-(A-B)/(C-B)X100 . 

[0 4 4 2] 
S9] 
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fljflJtt 












(%) 












;%) 


2 


— ?i5 


3 




— — - 




8 


19.9 


. . 9 


.... 340 


1? 


57i 

— =-4 


13 


1?2 


16 


19j0 


18 


— !H 






51 


— 30T 


— |i 


22.9 


32 


195 


— 

?i 


75T5 


55 


— isii 




16.0 


39 


29 ; 8 


40 


577 


77 


' 376 


42 


18.8 


43 


17.7 


_ 44 


— 115 


Aft 

— 4i 


5T7 




16.7 


52 


16.2 


.... 53 


— 




' TfTr 


5l 


15.3 


61 






, — ^ 


i7 


235 




15.2 


_!! 


32.0 


, — 

88 






194 




15.8 


. ,., 94 


34.8 


— Ui 


— 551 




Tei 


" — iTi 


18.4 


i?J 


, l 5 : 1 . 


— IS 


— iii 


757 


— Wi 


135 


18.6 


I 38 . 


. . 1 7,8 


139 


— iIH 


777 


— 15I 


148 


18.8 


150 


19,2 




, — ?H 


rrr 


rr= 




15.7 


182 


.... , 32 :. 8 






1S 


577 


Wi 


18.3 


19 P 


33.8 




57! 


75] 


— ial 


fgl 


16.1 


196 


15i 


l 9 ^ 


577 


lie 


— Sol 


— ioi 


27.1 


_.. 204 


32.7 




~7 


— — 


— of; 


201 

— 2li 


27.1 






— Wi 


— zii 


2ll 


— 271 




31.2 


! 214 


20.1 


216 


30.6 


217 


28.7 


218 


20.3 


219 


21.7 


220 


16.3 


223 


28.2 


224 


22.4 


234 


32.6 


235 


40.2 


241 


28.0 


244 


26.5 


245 


34.6 


246 


18.0 


248 


19.1 


251 


29.0 


252 


19.3 


253 


28.0 


254 


44.3 


271 


25.2 


273 


19.9 


27€ 


2B.5 











[0 4 4 3] ±SaSJ:»)W6fr1?**J:^t, 

(mm io) mwmmm 

5EOBalb/cV«j7X (IS, 6-8®^) fc-OOSte 
U HHS^tC, nyAtM'J>A (ConA) <D£Mft& 
I C2.0 mg/mL) lOnL/kgOffl^'effift-rSC 



fco COMttc^VT, Nagakawa6<D#ft (J.Pharmaco 
l.Exp.Ther., 264, 496-500(1993)) fcftot, ?/l>* 
5>IWni|b7yX75t-f (AST) ffi, R 

rj?>* 5 ys? vf ;i/ H>n h 7 y * 7 5 1— if (alt) 

T, ConASWiC «fc SASTftRtfALT*0±fffc^*tS«I»J 



fcfc*0, *v^KffFPWF*R»*€fc (Hepatolog 30 $£gffiLfc 0 



y, 21, 190-198 (1995)) 0 

[0 4 4 4] mit&foZ, 10 mg/nLi:fcS<fc5fc, 0. 
5% CMC*^W»j<^«L, C©1«&10 mL/kgcD 
fij£?\ ConA&MC>305jMfc:> vtf Lfc 

(AS) o 

[0 4 4 5] CtlfcttgiJlC, 
DtC, 0.5%CMC*#WI^£Sn&#Uc$ (B 
») , Rtt -ttK4*frfc&^8 (CP) £iS«-fc 0 

[0 4 4 6] 



[ (A-C) / (B-C) ] } X10 



(%) = u- 
0 

A : A$©AST{g£fc&ALT{fi<7)¥£Hg 

b : mokwimrdunim^zii®. 
c : cmwmrzinnmmtm 

[0 4 4 7] 

mi 0] 





AST ALT 

00 W 


m% 


AST ALT 

<w 00 




AST ALT 

CD 00 


mm 
m 


AST ALT 

CD (D 




19.0 40.1 


2 


4.1 84.5 


8 


56.0 57.0 


16 


48.0 55.9 


15 


54.0 39.0 


16 


21.4 44.4 


18 


24.1 39.8 


20 


77.0 67.2 


35 


12.4 


37 


20.7 


49 


61,0 59.0 


53 


1.7 22.0 


59 


20.5 18.7 
50.5 32.8 


88 


57.0 42.3 


105 


27.5 22.4 


106 


105.8 113.6 


114 


114 


47.0 40JO 


118 


45.0 55.8 


136 


12.0 13.1 


139 


48.4 54.0 


142 


63.0 54.0 


156 


82.6 85.5 


158 


91.2 78.7 


161 


69.3 82.8 


171 


102.8 90.0 


178 


64.6 50.5 







[0 4 4 8] m 1 ommmmmm 
ffl) 

wmmwm^u ^mmxizfemtbx^ 50 



»ii 1) mmmom 
$d?v v m ■■ s*slc) frfykgkwm&L, mm 

CMedlum-199 : GIBCO BRL) ^^3^ Mtg«U 1 



(72) 
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^ Medium-199 (3mL) , 2) MmtkM 

3) ttBWfcfctt (lUtllt : lOOnM) , DMSO 

a : o.i%v/v) , m, umt& • snio * 



7j<ii{*©rg7i®^ shock mmmu 

»2ttTX37HtU »{b£%©ftfirt^ffl£ 
[0 4 4 9] 



i-199 (3mL) ^!?24BfP^i:gS-b/co ^8*17 * Kl 1] 



Control 3I»fbjcitek0» 
0.0 1.7 



5 3 13 9 9 2 
1.0 1.0 1.0 



So 

(I»J1 2) ABCAl mRNASS^l 
V'i77 > #I^^n7 7-v i ^«RAW264.7 (ATCC TIB7 
1) &*B*§«<fcDSfAL/co %mt. Dulbecco's mo 
dified Eagle's tiffi (DMEM^ ; GIBCOtt Cat. No. 11 
995-040) fc^fl&jfclfitit (MOREGATEtt lot 474030) % 
Jll*ZlJtl0%(v/v\ ^->"J>G (GIBCOtt) $«fg$ 20 
g50units/iL, (GIBCOtt) 
»fi20/ig/nL*AnATfflV^Co RAW264.7«©ig«iiC0 
2 ^y^a^-^~ (37°C, 95%S& 5%C0 2 ) -effo 
fc. 

[0 4 5 0] RAW264.7« (1X10 6 cells/mL) $\ 6ft7 
U-MC2iL , fo#ab (2X10 6 eel ls/well) , CO^y * 

Bulk first-strand reaction mix 
Primer Not I-d(T).. (25fg#?R) 
DTT Solution 

RNA (6 fig ) 



S *a^-*-?2l$iaiggLfco »ib£»inM£DDMS0 
DMEW§*?20^S?Lfc^, 4^iL/well (» 

{&£&©£&»£ ioonM) "efflflats^ptfco u©t 

mtlT, DMSO^DMEMiMS^Ofg^tm 4 
/i L/iel 1 jgsbP L Tco C0 2 ^- £--?24f«g*- 

fts tS*±M^Ptt, RNeasy Mini Kit (Qiagentt) * 
E^T, #S^nhn-;Wc^oTtotal RNA£fit!iL 
fc 0 #e.n/ctotal RNA©260nm<D®7 l cM$J£LTiJg 
%5l<46fc (A260=l=40/ig/ml) „ 6fig©total RNA^RNas 
e-free waterT*22.6jiL tU ttVXAOfthum. *± 
T'ffiiPLfco Ctl^KfStbTx First-strand cDNA Sy 
nthesis Kit(amersham pharmacia biotechtt^ffl^Tc 
DNA^fMb/co c©i:t % WT©ffl#?Elfcft*fM 
U 37TO!$IWEfS<*tffco 
[0 4 5 1 ] 

13.4/xL 
2.0 Hi 
2.0/iL 
22.6/iL 



Chroma Spin-100+DEPC-H 2 0 Columns?ttM©:/a F 
MC'ifoXMMU TaqMan PCR©$@KTemplate) t 

t^>5lMMRU TaqMan PCR£#Lfc 0 TaqMan PCR 
ti, ABCAl&tf jS-actinfcO^Tfrofc,, TaqMan PCRK 



40.0/iL 

★ 4) , 0 -act in reverse (AS4) ) *8ftU amersham p 
harmacia biotechtttC^RtfUS^rf^Lfco FAM-TA 
MRAHisTaqMan Probe LTtl!HE?iJ^©IH?iJ#^97!jS 
10fc*Stlfc4«©*U:J**l/*?-K (abcal (pi) 
Rtf 0-actin (p2) ) %m\ Applied Biosystemsttfc 
fttf»«*tt*l/fc 0 MTOEJSSfcMicroAip 0 
ptical 96-well Reaction Plate (Applied Biosystems 
tt) tcABCAK jS-actinfc&fc&fcftfcflbTZ^x;!/-? 



$ffl^£Pri«erfcLT&IEE9JS©SE^J#^5ftS8fc 40 ^aift, TaqMan Universal PCR Master Mix&Appli 



jjsSttfc 4 M<D* U 3 7 £ 1st? F (abcal forward (S 
3) , abcal reverse (AS3) > j3 -act in forward (S * 
Primer Forward (50pM//iL) 
Primer Reverse (50pM//*L) 
TaqMan Probe 

TaqMan Universal PCR Master Mix 
H 2 0 

Template 



ed BiosystemsttckDIlALfco 
[0 4 5 2] 

OA III 
OA III 
1.5/iL 
25.0fiL 
18.3/iL 
5.0/xL 



50.0/iL/well 



^2002-332266 
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MicroAmp Optical CapsCApplied Biosysteinstt)T*-5>fc 
£U ABI PRISM 7700 Sequence Detection SystemCApp 
lied Biosystastt)*ffl^T, TaqMan PCRfcWTOfeft 

[0 4 5 3] 

50°C 2min 
95°C lOmin 
95°C 15sec <- 
60°C lmin -T40cycle 
Sequence Detect ionV 7 h7i 7 (Applied Biosystems 
ft) CD"?- a 7 



* 0 -act in mRNAS£#i&fco WT©#£ffiV\ 
ifeffrc j:SABCAl mRNAifiW^ISttiL/co 
A«ft£tl#ftT<7)ABCAl mRNAl 
B : »{ta«#ftT© |3 -act in niRNAl 
C:DMSO#ftT«ABCAl mRNAl 
D:.DMS0#ftT©j3-actin mRNAl 
ABCA1 (%) =(A/B)/(C/D)X100 

[0 4 5 4] 
10 [gl2] 





41 ID * 




i a $ 

<%) 




mm* 

(%> 




« a * 

(%) 


135 


163.0 


217 


187.0 


218 


190.0 


223 


204.0 


224 


179.0 


273 


146.0 











[0 4 5 5] SJ;»3We*^a<}:9t*f!W©{k^B 3S 
ti, iil!&ABCAlmRNAiiMtffi£*U Sliitli 

[0 4 5 6] 

*fSK©Mia-lSS ( I ) 20 
7 , ny7xU-*JStt{fc£Stty (PPAR y ) \zm%>7 

[0 4 5 7] UcifoX, *ftW<Dwim-M% (I) * 

*rr sfc£«, &tR<oi£s±im£ti3m fin 

St Xf-a^FJ§^cJ;5#ffig^m #Sf, 

I 

& 1 1 mmm, mmtm, mmxmm, b&s, § 30 

SEQUENCE LISTING 



Wfi[|&t?/Xtti6«»J4: LTWffl-eSSo 

[01] $#7 ^xf, $#7 y * rf-x h (omM 

[0 2] $fflLfc7vX^ KpSG5-hPPARg<D#l$£/tfr 
[03] ttfflLfc7'7X5 KpGV-P2-FPRE0#S£** 

mm, 

[SE5ija7U-r+Xh] 
SSWtl : PCR77^"7-S1 
PCR77-Y"?-AS1 
PCR77-fV-S2 
PCR7v^-AS2 



BH?iJ#^2 : 
IB?iJ#*f 3 : 

HE7IJ3I] 



<110> Sankyo Company, Limited 

<120> PPAR-gamma modulator 

<130> 2001038SL 

<140> 

<141> 

<150> JP2000-129565 
<151> 2000-04-28 
<150> JP2001-60366 
<151> 2001-03-06 
<160> 10 



<170> Patentln Ver. 2.0 
<210> 1 
<211> 41 
<212> DNA 

<213> Artificial Sequence 



(74) 
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<220> 

<223> Description of Artificial Sequence: PCR primer SI 
<400> 1 

cccagatctc caccatgggt gaaactctgg gagattctcc t 
<210> 2 
<211> 42 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence: PCR primer ASl 
<400> 2 

cccagatctg gatccctagt acaagtcctt gtagatctcc tg 
<210> 3 
<211> 59 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence: PCR primer S2 
<400> 3 

ctagagggga ccaggacaaa ggtcacgttc ggggaccagg acaaaagtca cgttcggga 
<210> 4 
<211> 59 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence: PCR primer AS2 
<400> 4 

tcgatcccga acgtgacctt tgtcctggtc cccgaacgtg acctttgtcc tggtcccct 
<210> 5 
<211> 19 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence: PCR primer S3 
<400> 5 

agttcatcag cggcgtgaa 

<210> 6 
<211> 24 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence: PCR primer AS3 

<400> 6 

ggaccacata attgcacata tccc 
<210> 7 
<211> 21 
<212> DNA 

<213> Artificial Sequence 



#12002-3 3 2 26 6 
146 



41 



147 
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<220> 

<223> Description of Artificial Sequence: PCR primer S4 
<400> 7 

ggcgcttttg actcaggatt t 21 
<210> 8 
<211> 21 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence: PCR primer AS4 
<400> 8 

ggatgtttgc tccaaccaac t 2 - 
<210> 9 
<211> 30 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence: Probe PI 
<400> 9 

cctgtcatct actggctgtc caattttgtc 3i 
<210> 10 
<211> 25 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Description of Artificial Sequence: Probe P2 
<400> 10 

aaaactggaa cggtgaaggc gacag 2 
[02] CI 2 ! 3 ! 




(76) 



WkZ 0 02-332266 



[HI] 




; r=f-* hflqfcn*, iT=r-xh#&&# 

rd~* ymmmspm&Mt* ioo% % mm<nfycom?fmmm%o%k t 

It. tiH, M#)T=f~X h*»T3W*9fiSttflS**r Emax(%), 7=r~*h# 

WO«B^WT^^=fc=^hO|5^SHtflsMlft!l*«r Imax (%) 

Emax/2 Wjfifc^-fWftT =te* htf>£#«&£ EC50, lOO-Imax/2 ©Ifffc^l- 







F I 




r-n-V (##) 


31/4184 




A6 1 K 


31/4184 


4C0 5 4 


31/421 






31/421 


4C055 


31/426 






31/426 


4C056 


31/427 






31/427 


4C062 


31/428 






31/428 


4C063 


31/433 






31/433 


4 CO 8 6 


31/44 






31/44 


4 C 2 0 6 


31/4406 






31/4406 


4H006 


31/4409 






31/4409 




31/4418 






31/4418 




31/4439 






31/4439 




31/4453 






31/4453 




31/455 






31/455 




31/47 






31/47 




31/472 






31/472 




31/495 






31/495 




31/4965 






31/4965 




31/50 






31/50 




31/505 






31/505 




31/5375 






31/5375 




1/16 




A6 1 P 


1/16 




1/18 






1/18 
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3/04 


3/04 


3/06 


3/06 




3/10 


<!/!!! 


5/14 




7/06 


9/10 


9/10 


1 0 1 




9/12 


9/12 




19/00 




19/06 




25/28 




29/00 




35/00 


35/02 


35/02 


37/00 


37/00 


/i9/nn 1 1 1 
4o/ UU ill 


43/00 


c n 7 P 933/Kfi 
IU 1 L £007 00 


C 0 7 C 233/66 


£007 /□ 


233/75 


233/80 


233/80 


999 /Q1 


233/81 


255/60 


255/60 


271/58 


271/58 




275/24 




275/40 




311/13 




311/21 




311/44 




311/58 


311/64 


311/64 


000/ cX) 


335/20 


000/ £0 


335/26 


L U i U £1 1/ lo 


C 0 7 D 211/16 




213/40 


213/75 


213/75 


919 /Q9 


213/82 




215/38 


215/40 


215/40 


217/22 


217/22 


235/30 


235/30 


237/20 


237/20 




239/84 




241/20 
263/48 


263/48 


277/54 


277/82 


277/82 


285/135 


285/14 


285/14 


295/12 


295/12 


295/18 


295/18 


311/22 


311/22 


333/36 
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333/36 
333/38 
333/68 
417/04 



333/38 
333/68 
417/04 

285/12 E 



(72)£lfl# BE m F#-A(##) 4C023 GA01 

mmiu&m iT&2&m 4co3i jao2 kao7 

4C033 AD15 AD20 AE14 AE20 
(12)mi% m m 4C034 AL03 

MI„ B B j 1 1 S.m 1 T a 2 mm H±tffc 4C036 AD04 AD22 AD27 AD30 

^ttfl 4C054 AA02 CC04 DD01 EE01 FF05 

4C055 AA01 BA02 BA53 BB04 CA02 
CA53 CB04 DA08 DA53 DB04 
4C056 BB11 
4C062 EE65 

4C063 AA01 BB01 CC62 CC92 DD12 
DD62 EE01 

4C086 AA01 AA02 AA03 BA08 BB02 
BC17 BC21 BC28 BC30 BC41 
BC42 BC48 BC69 BC82 BC84 
BC85 GA04 GA08 GA10 MA01 
MA02 MA04 NA14 ZA16 ZA36 
ZA42 ZA55 ZA59 ZA66 ZA75 
ZA81 ZA96 ZA97 ZB02 ZB11 
ZB26 ZB27 ZC06 ZC33 ZC35 
ZC37 

4C206 AA01 AA02 AA03 GA08 MA01 
MA02 MA04 NA14 ZA16 ZA36 
ZA42 ZA55 ZA59 ZA66 ZA75 
ZA81 ZA96 ZA97 ZB02 ZB11 
ZB26 ZB27 ZC06 ZC31 ZC33 
ZC35 

4H006 AA01 AB20 AB24 AB26 AB28 
BJ50 BM10 BM30 BM71 BM72 
BP30 BT32 BU26 BU46 BV25 
BV74 RA36 RA52 TN10 TN20 
TN60 



